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[ » ffF M © e H 3 
[ SI 5K « 1 3 

[ It 1 ■] 



R'^j&fR^ i5i-5^Bs:tiicS5!^ T- H, A 0 ir > . ■(6m7;n=;u« 0 isau^b + yu. 0 
(Anr>-?I}^rn*.1&ffii7;i.=r NHj> NH 'i&aj^i. + ^u, N(i&m7;u + 4.)2, khc 
0 ^t&7 ^'^ils 0 €»7fl.=t=U y MH 1&a7;i/ l^^l'. 0 ■6ai7;i. + U > N(1&»7^=*= 

;i.)2« 0'fe»7;utu> cOaRV 0 i^Wi7 11^ \y y ^<t7Xt^>?ttOi&a7;i' + u> ^ 

R" : H, ■feiiS7 ;i/ + ;U RttCHz a7 I) "7 t J: U 7 X Z ;U ). 

R* : '6m7 ;u z . •fea7 z 11. l}$t^l7l)7t<^:l)^^t7Xt^. iJ^^aT 
t) T t <fc 11 \ T 0 IS. i&m7;u + u> tt^r t n t t j; ti ^ itjK^^. '6ffi7;i.tu 

> si^rtiTDT t j;i)\TOJS> -i&m7;ui=u> r^'> fem7^ + i/> cOzR", €m 

7;i.t U > NCR") €3R7yi^ + ^. C(R*')(R'*) 1&8i7;i.=^U > C(R")(R**) R^'^i 

tto rV 

R* : H> ■6m7;i. + ;i'. •(& ii. 7 ;u ^7- z > ■fem7;u + z;i'. i^raT ut t .fcti^^b 
?x*^« t}^r^L-^l^-^t<fell^T□S> ■6m7;u + i/> i^rtiTDTt-fciiSltJX 

+ 1/ > cOeR". €m7;u=*=u > N(R°) i&a7^=<=;i.. c(r")(r'M r^* 3i tt feSi 7 ;u u 

> C(R^^ )(R^* ) R^^ . 

R^' : CO fe8i7;ui=;i. CO (1}^ r a7 i)T t J; I) s<b*«si). CO (lift rti Til -7 

t J; U ^ T D^). CO •feSl7 ;U + L/> (i}^raTllTtJ:t)K^b7Xti5). C0€m7;i' 
+ 1/ > (IJ^r+lTlIT t J;l)^TO^I), CK, 0H> 0 1Sffi7 Jl.=¥;U. 0 (1^7tlTUT 

t^u^^b7X«Jl)> 0(11^7ft-^l)7tJ;l)^TO^l). 0€m 74^+1/ > 
T I) T t J:llg?<b7X«a!). 0 fea7^U + U> (a»:?-aTU7 t J:ll\Tn«)_< 8 fea 
7)1^)1^ 8 (i«^^tLTllT t .tuS^bJXS?^). 8 (l^rtlTDTt J;ll\TDJl)> 
i'&WL7)l^Uy (11^7 tlT I) T t ^ 11 B?<t7X«^). 8 1&»7 t U > (S^rilT 
I)-? t J;ll\TDJS). NH(R»). N(CH3)2. N(C2H5)2. NCR") (1 « r tl "7 I) T t J: U S <b 

jX3g«), m") (l«r^l-^l»-^tJ:u^T□S[). NCR") i6Si7;i. + u>_(i}^7a-7 

tl T t J: ll^<b7X?l3S). NCR") feJR7;t. + U> ( 1 1$ ? ft 7 1 1 7 t ^ 11 \ x □ S ) > NCR*" 
)C0 1^fSL7)l'fll^ N(R»)CO (tJsir tl7ll7 e J: U^^b7XtiS). N(R'')C0 (11^7^7 

11 T t d; ll^T oBS). ncrMco isa7fl/=^u> (i«rtL7i)Te«tuft<b2K«a), m( 
R°)co ■fem7Ju=t=u > (fi^^rtl7l)7t<^;ll^x□s), n(r")co o €m7;i. + ;i'. n(r 

")C0 0 '(&m7;H= U > (IJ^r tL7ll7£ J;tl*<b7X«S)RI3:H(R'')C0 0 fe»7;i'=\= 1/ 

> Cffi}^ 7 ti7 II 7 £ J; II ^ T o 

R'**. R^'fi&fR" : I5]-RttS:illCll5i-57, H. -fe » 7 fl. =t= Jl. . COjR", C0H(R")(R*M 

. R^' . 3Jl^R^^ 

R^^ : S}sra7ii7t J;llK^b7Xf!l5S, 11^7^7117 t<^;ll^TO^. ism7ju + 
1/ > i}^rft7ii7e<fci)Sib7X«JS. i&»7;n=u > I»rti7ii7t ^ll^T□^l 

sEiitt, nr'r*c3*ut> R^>:R*flfefir ?n>:-'I*^«^7. I«7a7ii7ej;ii§ 
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\ T 0 Bl. 

ffl b . i:^, T <9 ^t ^ t Ft < : 

( 1 ) c, 6 7 ;u =>= ;u . Cs 7 -> 7 0 7 + yu , c, ^7 ii^u y 7 i. zii^ 7 i. z)i • t- 

'J VII. \^'J^=yil. f7'/-V)i. Rtit '¥1t'/ >J IKOYf , R'2^C, g 7 ^l' ^1' > (C, 4 
7;U + ;i.7l3; A Oir >-?l«r ^7 II 7 J; II 7 X Z CH(R°°)C02R°", C3 ,5/707 

+ . c, 4 7 ;i/ 1 u > 7 x z . C2 yn= u > n(ch3 )(C4H,), ti uCz 57 ;i/ t u 

> N(C2H5)(C3H7)-?^ 2 it#«5 (R'^tt. lol- 3itt£lllCS« r> TH3?(JC, ^ 7 )i ^ II . ) 

(2) R^i^fH© 9= . R't>fOH. C, s7 li^ II . (C, 4 7 ^l^ t >Z I* A □ > 7* 1 }5l 7 11 7 

t J; U 7 X Z ;U ). CH(R"°)C02R°°, C3 , V 7 □ 7 ^l. + /I. - C, 4 7 + 1/ > 7 x Z -/U > 10 
57;Utl/> N(CH3)(C4H,)> 57;i.1=U> N(C2H5)(C3H7). ^UVIl, f >J ^ V II . f 
7y- 'J II . :i V- y- V 11^ U tSi T h y V- 'J HI- 9) Ht'&XB . BlZ/. 

(3) NR'R'c?rll7. R^VR^»fliadtJN-i;-ft>:5J^7ff^5rtZ§S«\TOJS[»'. (i) 
175 5 2^i^i)C, 4 7;U + ;U. COzR"". COKHj. C0N(CH3)2. :?f t V . OH, NH2 3? 13: M(CH3 )2-? 
l»7*l7l)7tJ:<, ^!8SHt7tl7tl7£<fcll. 1 en'J=>';i'3?tt1 C^'JVA. ; (i 
i) ^!a*Htrn7ll7t«t:ll. 4 ?;i.7K'Jz;i'3?,ttf^tyU7l\'J> 4 ^ }\, . 4ffl 
»f.Xf;b, 7i2?/l/3?l3:^>;/*;'l'7lJ^7a7ll7t<i:<. ^iafc^fcttl,7l)7tJ;ll. 

1 f^^^/*;!.:^!*. (iv)F-?l}i7il7ll7tJ;Uty'J>^. 75)1 lb ei®. ) 
[ a 5K JS 2 ] 

4S!7K7/K=/X7x7--trliS»J-7J>2^iKfl1ietK0SlfflE)i;!t25. 20 
[ ^ 3t Jl 3 ] 

[ Si ^ Ji 4 ] 

I a « 5 ] 

[ Si JS 6 ] 

c 'J =r > ft t'f > 4 (4 {4 [6 (8. 4 5/* h + 5/ 7 x z ;u ) f u =y > 2 z ;u ] c '\ 
7 5/'> 1 'f;i.}7xz;i')t;u7rv';>7^?ajt:jsiie«<<)g^fflfi)i;!». 

[ a ffl 7 ] 30 

[ a Ji 8 ] 

4 (4 {4 [6 (3. 4 5/*^ h 1= 5/ 7 x Z )C y 5/" > 2 J 7lC Z ;U ] C '\ 7 > 1 >f ^1. } 7 x 

z ;u ) E y > Q e s . 
c a js 9 ] 

m%mmy\-nei' )io.82. 12.86. i6.96. 19.90. 2i.76;i&f22.88Qe - 7 t * t ^ a 

j^Il 8 SSS . 

[ a >t ffi 1 0 3 

»*Xi®IDW729 (' )11.6e. 14.92. 16.92. 19.44. 20.10. 21. 06;^ 6f 21. 90© C - 7 t 

I I ^ a iK Ji 8 IE «; © «S S . *0 
[ a « ffi 1 1 ] 

DSC* W 7 140^1431: CM %iRe - 7(?l?hffl16ag(?r>-dy h))t*tia>K«8lE« 

0 ilS S . 

[a 12] 

D8C«-W7l28~131t:cJ»'»'Re - 7(fflifll6aig(?r>-t2y K))t*tia«JS8iE«K 
[ as ({) liH e§ ] 
[ 0 0 0 1 ] 

:«^5£flai3:> 7 x Z C V V > t ^ XfifiE^- ^ ^ ^ S S - 51 C 41 7 3v i X r 7 50 
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-i? (PDE4) JlSffJClIt 3 . 
[ 0 0 0 2 ] 

ft 3 . 

7 tlT II 3 (ASTHMA 13 1. 69 73 (2000), W ?t 81. 485 490 (1998)). 

at^ffi^^tj. aiif)t>tticsi)TaBiisn7T'yj/>3".5' ■!^'f7';v7-';>iS( 

CAMP) <i)M^llt-?J)?7T"z;UKV5'7--trt)Sft<bU. $) I l)«:cAMP<4)^PB5g-?$) 
2 S 7 7rv5/*X7 T 7 - (PDE) tm'StZ2Y\-CJ^') SB BS P3 Q cAMPS M t ± » 7 tt . » 
•■&fr^^<<)^miim^tJtO)-7'$)l 69. 207 214 (1992)) . ^iSWoAMP^g© 

IPtt, a^T)SI5-?13;'Rai® Wft'Jt 31 ? fiC r C V t^Sm ftT 3^ ') (CUn. Exp. Aller 
9y. 22. 337 344 (1992). Dru9s of the Future. 17. 799 807 ( 1992)) . ilfiEtt<9K 
SC^B-?^!. 20 

Y (J. Cyclic Nucleotide and Protein Phosphorylation Res.. 10. 551 564 (1985). J 
. Pharmacol. Exp. TKer.. 257. 741 747 (1991)) . * . IS SJ^l tt IKS t 4 b ^ t 

[ 0 0 0 3 ] 

'lteB3Se8ili«tJS(COPD)tt . S«5J^fiEtt>&lS^Slt ? °F^«|-?i**5llS[lifJ 
ERt!»S[ V t 3 t»qftgg«tI.7iP) . S&. IS ^ <9 t H H 0 « 4ffl "? ^ 3 V 7 ft T tl 3 (Ex 
ecutive summary. Global Initiative for Chronic Obstructive Luns Disease (GOLD). 
(2000)). COPDIC?^ t ^ U 713: . S&. ilVl51«. IS t'J Si * ^ W □ U > S . 

ffl7ft7l) 3 . t ^. C0PDC3Vl)7 ta38lC3tit I<te^lE<9^6tfrSS4iltSlCX? < 

m^i-zi)J::Yif^S7ii-n)J::Y3^'^A7.T0^ K*t«fflrft3i^. q&AXr 
□ F IC^ 3 «^fltl;&^t3:C0PDS^(i)FEV1 (forced expiratory volume in one second) 
©SWIST t iX« U 5 I) C V 2^^* 7 ft7 'HN. En9l. J. Med. 340. 1948 53 (1999) 
, Lancet 353. 1819 23 (1999), BMJ 320. 1297 303 (2000), N. En9l. J. Med. 343. 19 
02 9 (2000)). COPD<<)««tK§ U?2ts^lEl2)^«)M7ft7ll3. 
[0004] 

PDE«'>« < >:tPDEl-'7<!)777^U-IC:a-Srft, •^ftYft«'?fi3?tt^^r:sliaf^ 
Zz: Y Ifmmtil^ ? k. (Pro9. Nucleic Acid Res. Mol. Biol. 63. 1 38 ( 1999)) . 31 
IC PDE4tt . X7l/^fK<i)'f7^e77/=y>3".5" V ^ 9 V y 7 - 'J > ^ ( cGMP) C S 40 
tJZY^is cAMPtJ^StSC^-filt 3 t <i)73h . a«fjtSSC#5S3SllBli3<9^^?^ 

PDE4SI "Emti., f^l^fy h C3i^1 Zin.IiJkZ/-ti\\W.]i&.itm^CJ:m^^^^cn[. 
, «P S'J S t at L (Eur. J. Pharmacol.. 255. 253 256 (1994)) . »» » ^ <?) Pt ^ 
5fi (MBP. ECP) 0 ig It t «P *'J t 3 (Br. J. Pharmacol.. 1 15. 39 47(1995)) 
Srft7l)3. t^C^m-^Sa'A (t79$>, ^1fD'J>. LTD,) IC J; 3 M ii ¥ )t ^ © a 
ffiC?^ b tJPSiJi^ ffl t vTv t C "i; (Br. J. Pharmacol.. 1 13. 1423 1431 (1994)) . & IC ^ 
<m^tZYtlOtLH\Zt4h1D^y-fhZll ico&i-^l&Wt Z Z Y (J. invest. D 
ermatol.. 100. 681684 (1993)). ^1 Z m&^<^ JtlC>^b7lPitUrFfflt 

%mtZ-OY (Fundam. Clin. Pharmacol.. 6. 247 249 (1992)) . SgiiKffilC>4U7 50 
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WSUrpffl t/TvtC V (Eur. J. Pharmacol.. 275. 75 82 (1?95)) ffi r ft. 7 II 3 . J; 
^ T . PDE45I g^Jtt W,tMmY b 1 m'^ 7 ill I) I . 

t K CPDE4fi§ S - COPDC 3Vit^Mii<J^iElC^*U"7ll3 >;7^tZ»fJfC?4L5ia 
ttP^Ui^ ffi t S r Z C V (Pultn. Pharmacol. Ther. 2001 Mar: 14(2): 157 164)tff ^ S t ft 
> KfRSC^IC3Vtl7 tPDE4?ISlll*. COPDii ^ <9 » "ft IS lg t iS S U 7 2 C V » m r 

ft(Clin. Exp. Alleray. 1979 Jun; 29 8uppl 2- 99 109). COPD)& S H V t T t « r a 
7 I) ^ . 
[ 0 0 0 5 ] 

nsf•$LfiX^ CI*. PDE4ia S5gttt*tIib^%VU7TlE<bft!t»»fgimtft7lll. 
Ht 2 ] 



C^f . A. YJ5 6fBtt»d¥t . 2l3:R'-?ffilftrft,7U7t cfcllC yy^BS^t. R^ttCOKR 

*R^* t U , R^ttH, C| 6^ ^l' + ^1' < C, 4 7 1= t L < H: A O y r ft 7 II 7 

t J; U 7 I Z ;U . CH(R'')C02R^ Ca 7 5/ 7 □ 7 /I/ 1= . C, 47 yU + 1/ > 7 X Z SittCz 5 
7;i'=t=U> 7-7 ;b t 7 5 y (^^ V7 ^1/ + $ y 95(3: ^fSISft^f^ff? 5 fflJ-!<.T ). 

ttH. c, 67^i'=*=^« C3 7V5D7;u + ;i'. c, 47;uti/> 7xz;u, 7rz;u- t-'JT* 
;i, . c u $ 7* ;u . f 7 'J ;i/ >f ^ + -9- 'J . sE u a R* ;j ^ R^ a «s ^ t z i: t ^ 

t C(1) 1 711 2 ^i<9C, 47 + . COzR'. CONHz , C0M(CH3)2 . ?r + y . OH. NHz&6fN(C 
Ha)?*^ ft I ft7 II 7 t J: I) . ffiftXtt^iaia 5~6 S\tO«. (2) 

Ji;S^^U7SC. 0. 8, N(H), N(CH3). N(C0CH3 ) 3^ tt N(CH2 PK) ^m^7 1 ma> 'K 
TO/i^t^t^BaS]5^l3:^l8*]6g^T□S[. ^■3lltt(3)7yS7'i}^rft7H7t 
J; 11 y 7«t /fvT . ) 

tg<t>tc)(9, *tt«acl5«;<?) J) Z <t6«Jt3: . TI5<?)5 7 x Z ^1/ C 'J 7* > 3 3?;i.3?+-?- 
§ K (?) ^ 2 . 



[ 0 0 0 6 ] 
[^b 4 ] 



(5ti=, RttAsg. A a try. '6»7 □ + 7 ¥ t . Att 7 x z . Aat7-7. •fem7;i' + 

i&W.7 )13^ V . ZhOJS&'0H»^jifl?7ftZi}^Stl~3^t?7xZ;i'*t/Tv 

t. ) 

u»u«^>f^. ^s^b^tt<^) pde4?i i;Stticst?ieiEtt»ii. 






N-N 

C0NH-<O|-H 
N-N 



2004203a7lA I > 



(6) 



JP 2004 203871 A 2004.7.22 



C 0 0 0 7 1 

e u =r > :& ;i/ 3: t ■J*- ^ K SI ^ ft 36^ s /Tv r ft T II 3 J»f . ?mm s s ic s u t a P av t m 
It fe s t) . 
C<b 5 1 





(ie+< R'ttCONHz. COHH(C, , 7 ) > COM(C, , 7 ;U + ;U t /Tv t . «!I3:^S^^« 

^1. ) 

[ 0 0 0 8 ] 



aC 1C •□ W 

[ib 6 ] 




6 ic T le ^ ?» 
[ib 7 1 




[ 0 0 0 9 ] 

in^lLiSKZ} !»BBBg56-7782¥^/ifB 
[!HITX»i;5]«S2003-64057 

[KIFXiWe] BSSi^PSOZ/l 02778^A>7Uyh 
[ 5! W © ffl 3t ] 
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[ftmiff^^l ^ 7 V t ? iSH] 
[0010] 

% 1 . COPD¥ <{) 0? i& H 1 <l) ^ P55 • ;&^Ctra«Elii5i'iattHttt J Z: Y . 7 C (3: 
[001 13 

E45iS?^ffltttICVtaaU,:*J«3Hf^SE'U;fe.. 10 

[%Bfl <5 5a)ii3 



«^IB^ (i)-?/Tvr4i^6fl[ic7xz;u«t*t2»f^a5;e';5/'> 2 ;(7;i/7Ic + -9-5k^ 

^ttl3:PDE4<5)EIS)S'lilC^iil7 I) 2 C "i; « ^ IS ^b ^ t ^ * t ^ S t ffl SST ?J5 . PDE4 

vm^fim'^^RS. (.mxt3:n'§^ ]ii(7f-e-tt tts^^o . copd. fteatt 

3i. SPsSJiliSS, STADfi&SjfiffiitSf (ARD8) <{)f'K-^Sfi'J^UT*ffl7iP)I. Jf 
CR^S «l>&5fC0PD<i)^ES •)&S*VU7}tB<t-??7. ^I^E^fflpy^fa:. PDE4 

G)m^»^^tL-Zl)l^<0«l<t>^&^ ^ h 10 ^ y (IL 1. IL4. II 6JkZ/UF ( 

3y:7i£^tp. B^k {mmJkTji ^ s\^^) . c^tv^t. »B^«<t, 

5C > ^f!WC!)4 (4 (4 [6 (3.4 V A \- ^ V 7 i. Z ^) l/" y 2 * 7lC Z ^HC 7 

BH0)E«iaffi!t»ti)Si£/i<*>:U7Sffl-?ahi.^-?£issiSSttiifi3S£icJiit^xi 

efiJt C5i U 7 I) ^ . 



[00 1 43 
[<b 8 3 



( ^ <?) IE ^ tt T <<) S <* t /Tv t . 
R'^6fR^ : fBl->^ttSlllC^5^7, H> Anr>. feffiJ/lt/U- 0 € «i 7 1= /I - 0 
(AWr y-dm.^7 ilk.'&WiJ 11^ NHz . NH ^mj^Uf ^l'. NCfemj^l.^ NHC 
0 fe«Ei7 ;b + Jl/ > 0 l&tSiJ )l =t= U > NH ^&1S7 ;U + . 0 1&JSL7 ;U U > MWl7 II + 

Oi&ffi7;U=t=l/> C0^R^0•(&a7;^t^> ^jbJKtS[Stt0i&»7;i'1=U> ^ 
Tn^> sEUttR'iJC/R^t'^-'l* V ^! o 7 oi&)S7;u=^=u> 0 , 
R" : H. -&m7 ;H= ;U 3? ttCHz r tl7 tl 7 t J; ll 7 i Z ). 

r' : %m.7 ii'tr z II . -I6m7 + z ^i' . i ft r ti T u 7 1 J: i» s <b ?x « JS > iftrftT 
1)7 1 j; u\TaJS. •6«7;u=t=u> i«ra7ti7 t<fci)^<t7X«ii, 'i&»7;u=irU 

>.l»r^l7ll7tJ;l)^T□S5. ■fe»7;H=U> R". 1&«&7;U + l/> COaR". feSR 50 



[00 1 23 



[00 1 33 




(I) 



BNSDOCIO. <JP 2004203871A_L> 



(8) 



JP 2004 203871 A 2004.7.22 



+ U y NCR") i&«i7;u + ;u. C(R*')(R^*) R". •& » 7 =t= U y C(R")(R*M R"5l 
ttO R°. 

3Kt^. ll^TtLTtlT t ^11\tOH, '6»7;b+l/> 1 }^ rit 7 11 T £ J: II ^ ^t ?K 

t u > cOaRV €ffi7yi. + u > m^) ^w.7)v^n. . c(R^*)(R^*) R**xtt i&a7;u+ u 

y C(R^^)(R^') R^^ 

R^' : CO <&m7 + ;b . CO (IJjl tl -? U T t J; U ^<t7X3!l«). CO (l»^tl7UT 
tJ;l)\TDJS). C0€»7fl.=^U> (ll5^^^lTl^Tt<fcl)K^t7K^S). cofem7;i. 
=^=U> (ll$rtl-?llTeJ;l)\TO^). CN>OH, O ^Wi7 tl^^ ll ~ OCtl^rtlTUT 
t J; I) S^b7X«^). 0 (llft^tLTUT t J;l)\TD^)« 0 fem7;i/ + U> 

7;Ut;i'« 8 (ll^r tl7 U -? t J: 11 ft <b7K«^), 8 ( 1 }^ 7 a T 11 T t .i: 1) ^ t □ S ) , 
S €m7Jl/ + l/> (l:^7llTll7ej:l)M^b7K^li). 8 fem7;UtU> 
IIT e ll\r O^). NH(R"). N(CH3)2. N(C2H5)2. NCR") (S ^ 7 a T ll T t «fc II m ^b 
7X«a[), N(R») (S«ir ft7ll7 t J: U^TOS![). N(R°) ^&»7;i.+ u> (a«tiiT 
II T t J; II K^b7Xfg]S), NCR") fem7;U + U> (i » ^ ft T 11 7 £ J; II \ t 0 51 ). NCR" 
)C0 € m 7 =t= > M(R°)CO (ll^r ft 7 11 7 t II ft <b2Xt^)> N(R'')CO (ll^rft7 
II 7 t J; II ^ T □ N(R")C0 1&l(gi7 ;U + 1/ > (i^r ft7 117 £ ^ Uft^bTKtSI). N( 
R'')CO 16ai7;U=^=U > (I«irft7ll7 t J;ll^TO^), N(R°)C0 0 ^W.7 h^lV. NCR 

°)co 0 '6m7;n= u > (U5^;rft7ii7e<i;iiftib?x«s)5JttN(R'')co 0 i&m7;i.=t= u 

> (ffiJSr ft 7 11 7 t J: 11 \ T 0 

R^^ R'*J§^&fR^'* : iBl- i^ttSll o 7. H. "fe » 7 t . COzRV CONCROXR^M 

, R^' , 3^ttR^^ 

R^^:t«?ft7ll7£<i;llft<b7X*Ja. l«rft7ll7t.fcll^T□^l. 1Sm7;i.+ 

uy ii^:?-ft7ii7 1 j;iift<b?x«». ■fem7;n=u> 7 ft 7 ii 7 e <fc ii \ r □ js 

, ■(6»7iU=t=U > R*' >?H:1&»7 ;U U > COjR", 
aElltt^ NR'R*1C JVl)7, R^VR^ffJa^t 2N>:-»V«o7, 1 ft ^ ft 7 11 7 £ J; 11 § 

(1) R*2JfC, e7 ;U + ;U > Ca 7 V 9 □ 7 ;H= Jl.. C, 4:^^!' + 1^ > 7 r Z . 7 r Z > C 

';=y;i/. f 'J ^ . f7i^y;b. >?tt ^ =^ -^v u ;u 0 "i; < R^z^c, e^^i^ + 'i" (c, , 

7^U1=;U5ll3:A0^7->7^Sft^ft7ll7tJ;ll7xZ;U). CH(R°° )C02R''» < C3 , -7 ^7 □ 7 

+ c, ♦7;i. + u> 7rz^. Cz ^7 h^i^y n(ch3)(C4H,). a iittCe 5^ ;i/ 1 u 

> M(CzH5)(C3H7)-?<?i Hb^ttl (R'^tt. ra-3ittS:illCll«o7HXttC, 4 7 ^ . ) 

(2) R*«fHcj)>:f . R^»f0H. C, e^^^l' + ^l'- (C, 4 7 ;H= R A □ ^7* > 7 1 ft 7 ft 7 II 7 
t J:ll 7 X ZiU). CHCR^'KOzR"", C3 7 V 9 □ 7 ;U + , C, 4 7 ;U U > 7 x Z . 

57 ;U U > N(CH3)(C4H,)> Cz 57 1/ > NCCzHsXCaH,)^ f U . C U ^ V A. , f 

7 u ;u > ^ I?- ji, aE II 13: T h 7 y- 7 J) 2 lb # . . 

(8) NR^R'c?ytl7, R^ V:R*t^ JS^r ? -ft V 5J -5 7Jf^fEt ? D^*. (i) 

1 751 EfflQC, 47^=*=^. COzR"', CONHi . C0N(CH3)2. t^V . OH, NH? 3? ft NCCHj ? 
1 ft ft 7 11 7 t J; < . ^ !g 1] <b 7 ft 7 11 7 t J; II . 1 e □ U i/" 3? 1 'C'WVfl ■ i \ 
i) ^!8*Hbrft7ll7t<i:ll. 4 t/Ua-v'^ziUi^ttf^Jt^l^TKy^ 4 4(1 
tir^f;i/, 7-t2f^3?tt'^>V;i'7Sfttft7ll7t^<. ^!8Sl(b?-ft7ll7£<fcll. 
1 e^^S/";!.:}?!*. (iv)F7lft7ft7ll7tJ;ll=*=y''J>^. 7J)Z<b^BB. W-Tla) 
«. ) 

±I2-M^ ( I ) 7>tvrft3 <b#«JIC3Vll7> If C4 (4 {4 [6 (3.4 ^ h t 5/ 7 x Z 

;u)fyv> 2 s ;b 3? z ;i/ ]c ^ 7 5/*> i ;H7 x z ^U/K 'J > (jsit, r{t#«5A 
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[0015] 

7 11"? Zll^ JiZ/ ^ 7 ZU y i Yd. lSH?;>?l3::8-*5«:«9^ib7K^MtS'*t3. I" 

Si~4ffl07;utii.S< s[c»^u<t3:;><f;i'J^C'xf;i'?S)i. ri&»7;u=*=u>j 
<t3;Klif^^~4^i<^)7;^=^=^>■?i^'K j;'j»$u<tt>;fi/>. j^fi/yikz^yo^ 10 

U>?ar)2. r^g,j&7;b^7-Z^J . m^'&iZyi±(i> ^^iSi7)l^)H 

. r^m7 ;u z 1/ > J 13; . 2 ;:<±c!) ri&m7 + 1/ > J <i) ic, Hi^:^ 

ast *t 3 Ht «* u . u < ttS«a 2~ 4 ffl© 7 Ji^ t z ;i^-?ar) ^ . ri6JS7;i.t 

Zl/>JI3; - ^^l5{2>5l±0)rm»7;i'=*=U>J 0ff*<?)ffliC. H@i-!<>±QHS«Sftt 
*tZStS'*U. »fU <tt^fgi&2~4<i©7iU + Zl/>'-?^^. 

.»ft<t3:, Ha;^±o)Ani7'>-?ifiirfl,feBE^?)ii~6<i07;b + ;uti'*u,<fc 20 
';»fb<t3:iffl^:i.±©F-?iJ^7a;feCi 67;i. + -ii'-?$)'KMic»*b<tt. 7;u^n 

[0016] 

7;i. + ;i., 'y 'p 07 ziiB.z/^mm^it7Km. slz/c. ^i^t n^'y 9 d 7 )i ^ nJk 
Wfm L T ti T e J; 11 . 

9 07 li"^ 11} It. n t I < Z ^ S m C) 7 D 7 )l ^ )l ^ ') <t: ') B t 

u<i3:=y9D7-ai:-;u. i/ 7 a \ y f ii Jku y 9 o \ ni^ h ^ . rv7D7JUirz;u 

J 13;, »tU<l3:K«SS(5~8ffl©5/907;uyz;i.-?i?)'J, J;';fttU<B:5/90^=^= 30 
■nzll'T'hJ. r^iJSfSjt7K1gJ f3;, B?S?5J6-14ffl<i)7?lSS^fc?K«Stlt*b, ft 
tb<i3;7xz;i^fi5f/7f/U ^';»$b<l3:7iZ-/l/-?3oI. r5gSTtL;fe5/ 
!7D7;b + ;UJ >:bTtt.»tb<l3;y;i/7t:;i/Z;U/i6f7r7>f^l.-?J)?. 
[0017] 

r\TDJij 1*. ^/s^-KbTO. 8^6fN»^g^?;?-tlI^x□/i^t175l4^ig* 
l^±.3lttV9□7;^ + ;^«^x>•tr>s>:as^Sb-#'4EJSa^T□^tBBx:bTtJ; 

U. SJf^73^I8>il3;NtfrlS^trii:?f=^=yK'^V^=\==yKtr^5rbT£J:U. SIS\tO 

TiiTt<fcii. ffe, ^^^x□E5^3:. I) T t <fe < , x c □ ^ t b t t J; 

u (<ftysj;';s§^7ti^i.8 v^ + y7>is¥Q7^25'--/n$tsco . ss^T□s 

ttft$b<(3:57557affift]5^l3:^!gfc«JS\xaS[S-?ar)';. J;'J»$b<l3:, CDU 

=/ > . c 'J 5/* > , c ^ K > , f ;b 'J > - f ^ 7 X > . f 7V- - n . 'f § y y - ;u , 7- 
J ca^DT. IlJi^>:b7^ffll:^±QN^^t*r^^T□SSt/t^b - »tb<(3;57^ 

i7aBSftm^S^T□3Sft-?iP)V. J:';»*b<t3:CD'J->*>. C'^'J5/'>. t;U3v'J> 

/i6fe^7;/*>> gK:»$b<ttC^7 5/'>75)2. 

[0018] 
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ffl* U T H ? C V J t ffv t . 

)l . ADtry, OH, NHj. N(R") 151 7 ;U t , COhR", CONH? , CONCR") feSlJ^l/.+ JU, 
ffi»r tLT U 7 £ J; II Sib7K*S. il^T H T II 7 t J; I) ^ T □ ^ . ■fea7;L. + l/> 1 

tl7 I) T t J; U ^ ^t*«S . ■fem7A' + U> ll^TftT tl 7 t <fc II \ r O^, 
7)ltrzi/y iJ^ra7ll7tJ;l)S<fc7K«^> •6«R7 y z U > l}$rtL7ll7£j; 
11 ^ T 0^. ■6SL7 t U > R*' , -6)^7 + U > COjR". CO i^tlk7 11^ )l . CO 

7 ti 7 II 7 e J; 11 <t 3K tss). CO (i^r ti,7 11 7 1 ^ II ^ X a^). co •i&»7;i' + i/ 

> (1« t tL7 11 7 t J; II ^<b7X«S). CO ^)ia7 ;i/ =t= U > (1» t tl 7 t) 7 t J: 11 ^ X 

D^). CN. 0 fem7;u + ;u, o (tmr ti7 d 7 e ^ llS^t7K5^^5), 0 (ffi}^r+i7ii7 10 
tJ;ll^x□S). 0 6m7;i.=^=L/> (11^7^7117 tJ; 11 ^<b7X««), 0 1&m7;i.+ 
U> (S»r*l7l)7tJ:ll\T0ni), 8 fia7-;U=t=;U. 8 (S«-?-ft7ll7tJ;llBiib 
jK%m), 8 (l}^:?-*l,7ll7ej;ll\Tn^), 8 'fcm7;U+U> (1*^7^7 11 7tJ: 
ll^<b?K*^), 8 1&WL7l{^'¥Uy il7 II 7 t J; ll\x NCR") (iJ^^Ttl 

7 11 7 t J: II ^<b?Km^)> N(R") (il^r tl7 II 7 £ <J; 11 \ t 0 N(R°) fe)|R7;U=t= 
U> (l«7tl7ll7tJ:UK^b?X«S5), NCR") .feffi7;U+ U> (Sl^r*1.7ll7t<fc 

ll^T□«). N(R»)co i5«i7 =t= ;u > n(r'')co (i}^rti7ii 7 e ^ti^^bjxtJS), n(r 
'')co (i^^^^l7tl7£J:ll^T□^). n(r'')co )\,^\/ y (tJ^?-*i7ii7tJ: 
u^<b7X«JS). N(R")co i6a7;i. + u> (I«rti7ii7t J;ll^T□^), n(r'')co 0 
IS m 7 + . N(R°)co ofiai7;i/ + u> (i^rtL7ii7£j;ii^ib7X«3i), ncrMco 20 
o-6m7;i. + i/> (E»ra7ii7tj;u\Tn^). coO'fe-m7;i/ + u> (tj^^ti 

7ll7tJ;llK<b7X«a). CO 0 &3<fi,7;i/1=U> (il^r^l7ll7tJ;ll^T□^S), CON 
(R^XR^"). C(R*')(R*M R"Rttfi«7;i. + U > C(R^')(R**) R**. 7^ ? . 
[0019] 

ri}ft^ft7ll7t<fctlR<b?X3RSj 5^13: rii^^ti7i|-7tj;ii\7^o^j xzth^ii 
GS : (i) X C, 6^^1'=^=l^> A. (ii) C, i7h^\/y A5^tt(iii) B^ffv^tllS 



XttO, 8. 80, 802. NH. N(C, i7h'^f\,'). 8O2NH. SOzMCC, g^^l' + ^l'). NH802 , N(C, g 30 
7 + )802 . CO, COz, 0 CO, CONH, COM(C, ^7h^h). NHCO. N(C, t7 h^t^H. 
ttUHCONH. 

Att CK, OH, COaH, COz C, ^7 1V^)\>. NO2 . 8O3H. NHz . CONH2 . SOzNHa, AO 
y tl*.C, 6 ^1' ^1' . NH C, 6 7;U + U > 0 C, z7 h^L. N(C, ^7 h ^ h 

) C, e 7 =1= U > 0 C, 6 ^l' + ^l" N( C, 6 7 ''I' > 0 C, g ^ ^l' + ^l' < ^b ?X 
«, ^TOS, XC, XADi7->-?l}^:?-ftfeC, 6:^^l'=t=;i.. XSjb3X3^ 

X \ tD«, X C, s:''^!' + > CN, X C| s^^^l't 1/ > OH. X C, g 'I' + U > C 
O2H. X C, 6>'^l' =^ > CO2 C, ^I' + ^l'. 1 ^7 h^V y ^^i, X C, e^^U + U 
> 8O3H. X C| 6 ^l' + > NH2 . \ Zx ^7 h^V y C0NH2 . X C, 6? ^ + 1^ > SOjNH 

2. xc,6:^^i' + u>fl?<b7XflS5?ttXC, 6:''^^=t=^>^x□«. 40 

Btt C, 67^ + ;U. AO^r>, A ay >-?l«r *LfeC, f,7^^h. XttAlClE®;'?)!? 

±ieAilC#BlC 3r It 3 B? 4b7X«SJSC>f ^ T 0 ^tt . C, ^7)\,^K. KUTy. hUTyt^ 
feC, ^l' + ^l' . CN, OH. 0 C, ^7 h K . NHj . NH C, ^7 h . NCC, g 7 + 
;i.)2. 8 C, 6 7;b=*=;U , so C, e ^l' > 802 C, ^7 h^h. SOzNHz, 802 NH C, ^7 h 

^h. 802N(C| 6^;i. + ;U)2. NH8O2 C, ^7)V^A,. COzH. COz C, ^7h^h, C0NH2. CO 

NH c, 67;i. + ;i.. C0N(c, g^ ;u ;u )2ii^6fNHco c, g ^i' ^i' » *i3l^»t 1 

» 5 ffl* U 7 U T £ J; U . 
[ 0 0 2 0 ] 

rg}ft7a7ll7tJ:ll7iZ;iJ ICSrit^ffiJiStt. »tU <tt. ±ieGSPC/Tvta 50 
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[ 0 0 2 1 ] 

R'«foc, B^' li''^'^^ <fc'j»fL<a;OC, 47;u + ;i. 5ic»*b<ttO/f;u-?ih3^t 

R^*fAO:r>,0C, 67;U + ^U>ZO:0C| 67;H=l/> Kit?K5SBS. <fe';fttU< 
r3;ADr>« OC, 47;H=^l'>ili0CH2 Ca 8V!7n7;i. SC»SU<tt0 ^f^UT^ 

7 <b^«5. NR'R'i^f . MH.CH(R*^) R"3?ttM(^^b7X«S[)(C, e 7 U > l^rftYll 

7t d;i)\xnS)Q<b'&!!»-?;?)'; . ccic« r^' v i ti* ^<b?K^Ji. « ic 7 x z »f 

t u < > r" ^ b TtJl}^ r ti7 u 1 1 ^ t) ^ T Jtcil^r^i T t) 7 £ j; u e yj/* io 

> 1 ^;U(<)4ffl:»'. 1» r tlT I) T t J; II K ^b3K*2l >i 13: Sl^r tl -7 t) T £ J; I) \ r □ 
S7^Sl^Ta^<b^!^-?^V. <*;'J»tU<t3:^l^i:"\7-7'> 1 >f;K7)4fl[»^, m^7 
tlTl)7£^ll7iZJI/5itti«ir4l7llTfcJ;tie';5/';i.-?i}#7ti;feib^?IJ-?i^V, 

(0022] 

1 [6 (3. 4 y X b ^ y 7 X z u y y z * ;u z ;H 4 (4 x \- ^ v 7 jl z 'Ky zo 
vy . N C(i ^y y hx: "x") vy 4 >f )(7 x z ;u )>: f ;H 6 (8. 4 v / i- 5^ 7 x z 

) C 'J 5/* > 2 :!> /T =^ $ F . 6 (8. 4 =>/• >X K + V 7 X Z ;U ) N [ 7 X Z -'K C 'J V > 4 
4 f 'J yy 2 * fl^/K + l^ ^ P . N (1 > 4 7 X Z ;U 4 t"^ 'J V II) 6 

(3.4 y ^ I- ^ V 7 JL z 'J y y z H) )i ^ -9- ^ . 6 (3.4 =y h + v 7 x z ) k 
(2 € ;u :iiv y / 1 7 r J ^ V X f II jLf 'J y y z ;& ^i/ tit i= t*- $ k , e (3. 4 / f- 

+ 5/ 7 x Z ;U ) N (2 t TTv y y X ^ ;b ) N (1. 2. 8. 4 X I- 7 t K □ 1 :^ 7 f ) C 'J 5/* > 

2 ;& 3r + if 5 K > trans 6 (3. 4 / I- 1= =y 7 x Z ;n N (2 / h + =7 X f /l^ ) N (2 X 

f II 7. II 7 7 z II y 'P D y f V y y z t ii^^v-^ . i te (3. 4 y x \~ ^ y 7 
z z IDC >j yy 2 J ac z ii/ ] N, N =/ X f ;u T* :o t: K □ + y 'J > 2 * ;i' 3? =*= -i^- ^ h . 1 

(4 {4 [6 (3 V 5 0 7- O C ^ h + V 4 X H V 7 x Z .^b ) C 'J > 2 ^ ^ba? Z fl. If 30 

'xy yy 1 } 7 X z )x 5' y > . 4" {\ le isA y x h ^ y 7 r z ii)f y y z 
t iiTK z )i'\f yy 1 }7 tj h 7 z 'J H . z ynf 117^ / 4' {4 [6 (3. 4 5/- 
h + -7 7 x z /i- 'J V > 2 ;& ;i. 3f z ^ =7 > 1 >( ^ }7- 0 a > 7 z K . 4 (4 (4 
[6 (3. 4 X h + =/ 7 X z ;u ) c 'J 5/" > 2 a ;u /ic z ;n n- 7 5/" > 1 >f } 7 X z ;n t 
;i,7K 'J > , 1 [2 (4 {4 [6 (3. 4 =y ^ f- =\= =y 7 x z II )c vyy z :& ;u 3c z ^ ^ > 

1 7U } 7 X y + V )X f /nC 'J =y > 4 ^- )l . 4 (2 [(6 (4 [6 (3. 4 7* ^ f- + -7 7 

X z ;u )c u 5/- > z m J\^:!Kz lilf^yyy i ^ ;i/ } s y -t* ) * -7 ix f ;b } f /K 

y > , trans 6 (4 {4 [6 (3.. 4 7* p<: h- + 7 7 x Z ^1/ ^ 7* > 2 It) )l -fK Z II '\ Z.b 7* ^ f 

iir:: \yyy i ^ ;n 7 x z > ■? > K 6^ i ce (3. 4 v / h + 7 7 x z ;b ) c t* > 

2 S ac Z ] 4 {4 [ ( 1 ^ t 7 F 4 t: ^ 7* ^l. ) ^ h t 7 ] 7 x Z } C 'X =7 V 7 . « IC. 40 
4 (4 {4 [6 (3. 4 7*^ h + 7 7 X Z 'J 7" 7 2 3; 7K Z ;U ]C ^ 7 7" 7 1 >f }7 x 

z iD^E i\^ty V y -ffte^^ I. u . 

[ 0 0 2 3 ] 

I|f S g ^ tl I . 

t^. •{b^!t»(i)t3:^sSfgiS^t*t2^^»faf)'>i« caic»^< (R)<*> (8) 

^b^^!5 (I) Ctt. «a2pfit)cg!F§;j-ft^7-nK7y7tS^ft2. 50 
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ft 2 7-D K 7 y 7 V . id S « * » IC ^ 'J X tt 4 S fiS ^ # T "? * f! W © NH? . OH 

, C02H¥c$«|-??^ftt*t^1b^!l!i|-?^I. 7- 0 ^ V 7 mm t 2 ^ Y b 1 , Pr 
09. Med.. 5. 2157 2161 (1785)^ T E S £ <9 P 16 J ( /'I « . 1770^) ^7^ 

151+163 i78n:lE«K #^*ir ^ tii . 

[ 0 0 2 ^ ] 

a] IS. ;*-f-'J0ZA. t 1 1 7 % V 0 10 7 ^ ^ z 1 o mm^% . 

t 0 0 2 5 ] 

( Si£ )i ) 

+ i/ 'J . -^tL V b T ttfilX-rarr 'J - XT. W. GreeneDJS&f!? y y (P 

. G. M- Wuts)s. rprotective Groups in Organic SyntKesis (S3)!S. 1977^) J IClE 

tfe, <t-&?»(I)<97^0K7yrt3:±le«iiS>:iaia;. iS5Pf751t^^$©SII§-?!tfS 

aisox^ T^nb. 7$F<b. »i7K^. ^«tic<fc V ^/:^fli<9^)£t3ira-r ? e >: cj; 'J « so 

? C "? ?^ 3 . 

[ 0 0 2 6 ] 
SS 1 S)i 

[lb 7 1 




(II) (I) 40 

3?)U7l?>BHbft% (ID J:')75hMbJglSCJ:'J<bft«J (I) tSftt?^ 

^ ^ . 
[ 0 0 2 7 3 

J5f5tt , <b^?» (II) t iffi^ffJ (^JB^BT. 9 + V A. 3? ^l./lCV'f 5 K (DCC) . 

y y( y 7' D \:: Hit) ^ ^ ( dipc) , i x f ;u 3 (3 v ^ f ^i^ 7 $ y 7- □ c ;u ) J ;u 
7ic=y ^ 5 K (wsc) , 1. r J ;u7ic z jn:' X ih ^ $ r y - ;u (cod #) . m^cji o y 

13;. lC^a]9J (.mXtX. N i:KD + VX7V>'f§K ( HONSu) . 1 t K □ + 5/ > 
1- 'J 7 V* - )U ( HOBt) ^) (i)^feT. 75>^b^?» (III) Viffi^t2C'i;C<J;')ff?C 
^at7^3^3. t^, jb^1» (II) V±IEJiAD9JV0SttXXT;H*t-B«8ifi^. 75 > 50 
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itftts (III) vaiftUT€J;ii. s«^U7tt. mxtx^ ^yay^ vhi.y. 

>^<9^S2S)^<t?K«S> Vl.^ hJ.-r h , TK^tKn77 >(THF), 1.4 Vt^^ 

¥ ® A □ ^ > ^t ^ ^b 3X IS n . n. n / f jtwi. 7 ^ k (dmf), n ^ f ;u 2 t- □ 'J k 

^ a z . 

[ 0 0 2 8 ] 

( 1 ) 5K 1 S ® C J; 3 7 ;Hb 
0 . 8 >Z(3;M 7^l. + ;HbJRiS(3:. OH, 8H>?l3:-m7^i = ffi7§/St*tI<t^?»V. 

7 + 7 □ K # <i) 7 ;i/ + A 7 H 3i 13; * i« X > IS i z T ;u ¥ <i) 7 ;u + ;nb »J V 
^i^^^b7K!^?i> x-t;hs. 7 □ - ;hb ( ■? ^ - . x^ y . dmf, nmp 

=/y f Jl/ X ^U/K t V h- (DM80)#<4>J^SIC^)S'I4 « « ^ « So I u I* - :5 t ii fJ 

y 7- □ e ;i/ 7 ^ K , y f •:7 ^ ^ =*= 1^ f =/ v =7 =y k , / i- -t? .x h + -> f , ti ^) 0 

/.tert 7- h + =y K > 7X BS ^b ;^ 1- 'J A . 7K SUb :& U 0 , / h U -5 A , ^iS* 'J -5 

( 2 ) s X «) 7 + ;nb 

^Tj^E^i+^cvcj;';, 7;u + ;nbtff?c>;xf7?=3. ^£^«:€xte7^i/ + ;nb( 
^);^7Kz^Ub^«^|»•^I.^ll3:S7cll^7$y^b)©^atffltl2c>^^^-?3=.•ra^l3:B3^^b 

r^iHt^lil^C^ 4 M)J 20# ( 1992SP) (?i ft )« C 12 1£ © ^ S # it ^ tl 3 . 
[ 0 0 2 9 ] 

( 3 ) 7 $ f-Mb . X ;U TK > 7 ^ H lb 6f X X T ;nb 

*;i.3c>iS5u<ttx;i3v>iHb6«)tii).Siie«is^<9Si^fi'Jt«ffl-r3:e^>j 

. ;^Et3:. mX\3tB^\t^^m. r^S^itsfilS(!i 4fig)J 22# ( 1992^) ( ?l « ) «IClE 

( 4 ) JO 7K S 

^j^U/K^KxXTyH^tinjK^-n-r^cvCcfco-z. t;b3ct=y;i.St*t?^fgeB<b 

^Wtl^a^^??. j5Bttfl3Ai^P<?)tatfflll ^ . ffJ^Liy. m^O) rprotec 

tive Groups in Orsanic Synthesis (» 3 Rfi) J © ^ TP + i/ ;U S © flftft C lEfK 

[ 0 0 3 0 ] 

( 5 ) mb 

H- -7- > N ?f t 7 K ¥ © <f + 7 hMb ^ 1» tt C- 'J 7- > ^ 7 § / * § t * t ^ <b ^ t 
lb t Z C >; IC J; 'J Sa-?? ^ . Ttl ~ jgi^^b?X«. Oxone (ffi(S):a, Aldrich) 

. m^'^WLtV')OLm(i)'Sk^^\t^\'<?^^^^ f 7GDia^SllK. 7'^ffl/7'?r=<=7 

77^<?)^^iHb»Jtffit)?c'i:»f{li«l. j^iEvttAnir7^b^ib7K«li, ^iSK<b7X 
5110, x-T^ni, DMF, mWi, 7X#<5)>&Eic^;Sft^i;s«s+$;feRii$§«T, ;$a]T~ 

jzYif-df. ntn (»*u <tt. 5SBS. iMK, ise. »ib7X«ii) , nmm (»$U 

< , fF8$, K 7 :^ OKiS) . », S ( ft ^ U < « , 7X® ^b / K U 0 , ?X 1$ ib 3? 
|J9Z^, «BS7X«:'-|>'J'?Z*) cj)iSfeTlC>&l6rtt?<4)t^. SEtR7&IC7i<7rtt2±-? 
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( 6 ) }^g£S7C 

?}?MSx<i)^)itffll)2C^t^'??=> mi3$ci) r Protective Groups in Orsanic Synthes 
is (!b 3«5) J o)OH»<i)fBi«gSE¥n:let£<i)^atJiffl t J 2 Y t-f^ 1 . |H|« 

[ 0 0 3 1 ] 

[ it 1 0 ] 

op' " 



(IV) 




10 



) 20 
>te<be?» (II) i3;<b^ia (VI) t ai7K * « t ^ c "i: ic J; •) Sit ? ^ . 
P' tt BO 3$ <5 rprotective Groups in Organic Synthesis (^3)iS)J O) 10 )i jf: V II ^ <D 

/i!PHb^i|» (VI) 13: c v>s^# (IV) ^7 'j -;^^s^bft?» (v) tst«SfeTc 

*y7''J>7rttIC^;n:J;')Sife7?=?. >5SI3:. Comprehens i ve Orsan i c Synthes i s. 
Volume 3. 481. 1991^ C 12 K <<) ^ » 31 ffl "? ? ? . ffii St » LV b ii A □ > , hV7 

H t U X 9 y X II :^ Z H 4 y 9» . ^EMY b -^tt . ^5'J%l3:^:^•0=t=^/7K'^t. 7 )\^^ 

iiTyms 7 iizi^vt^'"?^. AO<ryitY7tyoL, An!r><b2S8. 7 11^ iixt: 

, 7 )U + )l.!H##f#ir tl 1 . Sl« VbTtt, Tl-7=t=7(''J7iZ;i'/lvX7^>A7 5/' 80 
OZa, ffFiEA7;/"!7A§©A7>^0i.iH$, SEtltt'/VOafZ (f-'J7iZ;i'7RZ7^ 

>) zy^T-)!/. (1.5 yyD4'p^yi.y)zv'7ii¥o)z^'7iimt$-»tiitn). 

RBtt. AD^y itmityKl^m. JL-T urn. ^ 1 S ^ <b ?X IS a , DMF , yK9<i>RSB^\Z^ 
iS-^^S^f Rtt «S«T . /^2PT~^0liftTlCff tDtl ? . J^BlClSb Ttt . ft^HJ (IV) 

^7';-;i'tHb^%i (V) tSllu<tt-:5t3afjicffli)?uvflf-??. h'jxf/i. 

7 $ > , f •;->•> , 4 (N.N y:>if 117 ^ y )t 'J yy . it :>■ h U L . I- V 0 

L. 7X«^b/hU'?Z*. A V f V ""J W^tS. tert 7'»- + V^'>IOZ*§<i)^S<i)ftft 

[ 0 0 3 2 ] 

[ lb 1 1 ] 40 



(VII) 



P^-N 



NH 



(VIII) 



P -N 



Q=v^Z 



(IX) 



ji3PHb-&?» (IX) tt. 7')-iimm» (vii) t«artiTu-?t j;i)i:"^7-7'>>:<9 50 
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l3;milESf-Hte«5 (V!) Q ^'A^ CliM o) 15 ik-ff ^mn- ^ J . ^ 7- V m^S-mttmli (1 
) 5K4Ii^JSBCJ;^7;u=t=;Hb(9^frtf3Sffl"?9=^. <*iittP^r3:flui^<J) r protect i ve G 
roups in Organic Synthesis ( » 3 il5 ) J ©7 § / S © !§ S t ii ffl 7 > RBUk. Iff 

t 0 0 3 3 ] 

iSi. ^st3:. «iai< isi. BS. jssit. ja> mm^. s«90Yh777^-¥ 10 

[0034] 

*5!BBtt, 4 (4 {4 [6 (3.4 V p< K =t= V 7 x Z 'J > 2 3? ;i/ TIC Z ;H C 

?al>it3:)SS!<?)JSiiflf»*tU.#JSStt^ft^*lTlE0i«&*X«llt;fX'^9K4.t20( 

• )]-f!»SHit It ^ tL Z . iSl. IfrJ^XlSlSl/fttT'- •? '^'UKl- «£l,o)|Bl-'tt^^lC?yi|-Z 20 

aS: 10.82. 12.86. 16.96. 1?.?0. 21. 76iJ &f 22. 88. 

iSS: 11.66. 14.92. 16.92. 19.44. 20.10. 2 1 . 06.S 21 . 90. 

tfe. D8C«-*r7> a SS^U 138~142t:iC. jS S JS S 126- ISOt IC ^ aTil^qftiR 

e-!7(?i5Hitesii(^>-t!y h))-intj . 

[ 0 0 3 5 ] 

IS SJS^Q^^ig^fta t S U ^ c >: t ah Z . a SSS^<9«sat ^ffi b 7 . 

;U-X^'/'-;i'« 7i2h>-X^'/--'l'3?tt7<2K>->:^'y-^l') ICS^S^tt. t 
a!it?E^7t*raib^tuc>;> aS!iiS^»figftb7ii7tl55T© 5i5SiUJ;Ve 
[ 0 0 3 6 ] 

<b^?» (I) 3^tt^<i)JS«i)1«5?B:2a>l^±t*S)pr«-Vb7S*tZS<ffJttl^affJ 

B«7;f> -5 7 t <fc 11 . s^lttffitt, &^n§iO)^m. ttsu«t %Mb 7ii^ <<>»ftcs 

U7jSl;^SrtlZ»f, a^. MDa:*<i)«^. 5KAlB^;feV 0.001 ni9/k975 5 100 ni9/ 
k9Sj!7 5)';, CtLt107^. 5)2lli3:2~4ilC«'it7a*tI. JEl?:c<fc^7 
»Bictt#^ftI»^». IIS. SEAIUS*.'; 0.0001 ni9/k9 75110 m9/k9(?)eH-? 1 Q C 50 
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1 laTll^SXEia: # T *l 2 . q&A©*^!*. a^. S?A1SIS^V 0.0001 m9/k975 

5 1 ni9/k9C)KH-? 1 BCllQlT^iS&lsia-^rtL^. 

2. C <?)<*: pSBH^fflfilfSB ICS* II Ttt. - r> ^ H 1 O) )i % » . '> « < V t - ^ 

©^jSttiJiUfJS'j, ■PJtisiLfg. 7 > z h - ;u, 7* h" -^li. t h- □ + 5/ 7-D e ^2 □ - 
Y>r^j-?MRUTt<fcii. 10 

[ 0 0 3 7] 

-B'4W. KS^sij. (»as'Jts*t-zii-?ej;i). 

j; ? ^jiK?»i3; . r^lc¥M^t»J. Kjsfj, ssffj^ mitm, li-mm. ^-^itm. mmm 20 
V u Ta#r 3 c vsf?? ? . A8S¥tt > seixi* ^&i5]<?)«:# s © e <?)7if) so 

SEmS'J.ffl^C.K. 0 UU7 lit U7 )V 13 y . t U7 U7 y >L\t.-^\tm.%^<D 
»ji«aftt<?fflU;fea]J±x7^/-iUX7'U-^<i)ff^S-?S)^TtJ;u. 
[ 0 0 3 8 ] 

ZK> XrD'fKffJ. «iD'J>ffJ. □'(□I''JX> KSJ. ';7K=*=V!7-;/---irfiSS'J. -f 
S»J^b7SfflU-ZtJ;l). 40 

[iis&a] 

[ 0 0 3 9 ] 

t<i)7(3;«ll. tk.. :*^%Ba<i)lSI<4)*5a)0r^7»)27iZiH:-'J5/'>^§ft©S)£tS 
^Jg^Jl (PDE4I!I¥)S'^) 

1 ) PDE4 1 -^nt imma.. ;jl>T<i)a'J7yh;BS®5c»;'J8SU;fe. miSLO 4 7^ - y V 

^C.VStRr^fT^^'KtZJIIrb, Uft-t 1% PROTEASE INHIBITOR COCKTAIL For Mammal ian C 
ell Extracts (SIGMA)t § t>ffiffi)gA (20 mM Bis Tris. 50 mM K 'J 0 ^ . 2 niM E 50 
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DTA, 5inM2 ^;i/:07"}-X^/-^U. 2niM benzamidene. 0. 05 mM phenyl methyl sulfon 
yl fluoride. pH 6.5)1^1551^ . :iK 'J I- □ > IC J: V ?Rfil b . MSitUlOO.OOO G, 60 

itm. 4'C)t-lc^c<ft'JpI)§'^il^til;fe. 

2) igffi)SA-?'F«5<brft.^2.6X10 cm a<17 7 D-X^y % K Hi k.^^^m1^■ 

tUmiP^. -:)l)-?a:&7AtiS«i)SA 1200 nil7^^^U*lS^S6t^*Ufe. mH)^ 

Acjseufeatjto. 05~ 1.00 MffFig;^ h 'J 0 u (oi^mvmmt ^nt J mmMA 750 m 

ItfflUT^Saib. 7nil:8-jl110^tEl'Rlfe. cGMPiJ 5f :i} )l =^ L / i II f: V ol 'J>Sft 
tfett^^^feTT^ifi ♦l^S^ l (<)cAMPt\;iBPDE;S'KC^ I) "7*^ 1 I S » 11 f © cAMP 
<?)i\;i»58tttieUi^o CGHP5Z I* J V A / 3? C '/ a U >«?) IS ft C J; 'J cAMP« m]i&.» 

PDE45S l!;StttfilltI;fe4;)(9RiMS)S'^UTSfflb;fe.. 10 
3 ) ^iHt^l)ttmM<i)^S t 40 mM Tris HCKpH 8.0), 5 nM UitY 7Z V 0 4 mM 
2 ;<;i'S7'KX9 y luM cAMP. 1 uCi/ml t'HlcAMPJS 2:*PDE4flT M S )S <?) S * U7 

1) 2 J^EiS^iS ^ -?30t:-? 10^^ j&lij ritfe. Jg.E)filC¥fi<()18 mM ^SEGS, 5 uM 3 
I80BUTYL 1 METHYLXANTHIHE(IBMX)t g€>20 ra9/ml Polylysine coated yttrium silicate 

SPA beads(AmersKam)S>§)Sta]?CJ&Evt#±r it. )S t SJ^ b . 
!C5ol3:PDE4<?)«iBiS'^t50%f!IS r I U^it^'&lMlS.Y L T . =&<b^!BJIC-5l)T»aiU 

±IE^i^5£ >:W097/l9078i^^Cie«<?)^5itSfflb7. PDEl. PDE2. PDE3& C# PDESfi g 
)S itt t loHi C ly ^ b . 

±IEII$<i)iS». <b^W ( I ) ttPDE4C3f3b R » « ft S )S t /T^ b . t= "? t « IE S ifeCJ 20 
2, 4. 5> 36> 48, 57, 75. 82, 96, 99, 137, 164, 171. 1 
80. 191. I99^&<'210<<)^tft^tt, ICsot^U nHVXT V U ? ^ 5J >S "tt t /Tv b 
fe. iBiaS^ttPDEl, PDE2, ?dE&&Z/?DEbcniiS.V)i&.taYLY^^t^3^^ 

. «t ^ T , <bd!BJ ( I ) tt3S«?«l» o^iilfePDE4JISffJ7$) J -0 )i tf^m^ il^ . 
[ 0 0 4 0 1 

RJiS«)2 (TNF aSSSIS)StttJi^t^b;tl^D'&iRttsT<i^^) 

1 ) 8fii?«e7 ^y5/r-7yl~IC, 0. 556P< f;U^2;^0-XllSJKCi55Sb;fe^^^b^ 
W10 m9/k9t i^O S # b fe. $ feJitlS¥lCI3: . « (0. 5%><; f ;H2 ^l^ □ - 7 SI 7K . 3 ml/ 
k9)tl51«icft#b;fe. i^Dft*^, igBtfi!)lCX-T;i/KKti66bfe7yh<i)lSIMJ;'; 

y >^?ftT7^«iiiit I) . ^)£n:«£^ Tti ts8Sb;fe. 80 

2) 967\:i&ft7-l/-hCl75;;^;fe';©1fel»^200ui^2lJ;TC. ±-?ISSb;fetl (1^^ 
«S2.5%). lOSS^^S&i^lb;! t SC'RPM[ie40Jg«5. It X ^' - 7 y K <i) ^ tl 20u I ^ 6* L 
P8(«!!^««3U 9/ml)t b . COj > =4= i - •? - t ffl I) T 37"C-? - ajfe ft b . ft 

7-1/ - h t a^tUl500 r.p.ra. , 10^S)b . ± 5IS t 0 iR b . 16 <?) ELI8A kitt ffi 
IIT±3I^ £i)TNF altUSbfc. 
±lEEtiQ«S». Sitffl^bei/t3:^4*5MD'»iR'tttftr?C'i:Z)»^l"JWb;fe. 

±iim-&]i<&m^umo)f&m, h-b"^ ( i ) ttPDE4ic>!tbSiRW-?a:*55i!isiSttt/Tv 

5&^S>:b-7*ffi-?if)?*t^BH'i2;^-?5)3. 

[ 0 0 4 1 ] +0 

^mm Qirom Norway^ Hitt 7 y I- ( B ^ f -r - ^i. X 'J A - , m ;i| )[rS <^ ffl0A$S)S(l 
: OA : 1 m9/mi. AI(0H)3 ; 20 m9/nil ) t , 3 B S * ^ b T 1 E ^ ^ 'n mISt® WS^ 
t Z C ^ IC J; ') m 1 M ft t ^ ;fe . 2 ay . a # ^3 B t Day 0 >: b . Day 21 »: 22C 1 XOA 
/4g*m)StjeS5S:?7"7'f-9*-(NEUl2, ^^□>)-?SHbb. gft^yf- IC20*^'!Sl 
Ar -itJZ Y-S^tfiWS-ni . S5iP3-.ti)4Jii»<i))51tlEb;fe. SStfeJIietlft 
A»SbfePtZ^>ilSS¥^ b ^SUb^itS to. 5S6MC7X)i)glCl^ b , K H ■!& A 

l-miS<i)1BtSfilCigDft*b;t. UB'&A^mo>mB^')^ti)il. W. 
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)l . 7^A)ttfAU^ral(?)^Ay>(l unit/ral)§*Sa«lg)gtj£A-iaiRt^«SrPt 
5ll(st10nil)ll';jitCVlCJ:'J. ftS^BfiS)*^ (BAL : BroncKoa I veol ar Lava9e) t <7 
0 iR b fe BALiS t 500x9 (4t; , lOS- ^ )"? fi JtV ^ . ± )l t ^ * U , ^ O) ^ (fflSail 
:a')t 500U I 0 \ A 'J > (1 unit/tnOSSa S:fem)S-?fll$§ U S S >1 )g © ^ 6 HQ J« » 
gt1lQ«8+l5l^S(Celltac a. B * * « )? ifflS U fe . M )t t <^ fi U « 80 ffl 4 )S §5 

e)S(T'^7- 9 ^ y 9 , ffli^pts)-?^ets. ^^«T-?s^b, r^mfi3!(fi9tmftSf« 

[ 0 0 4 2 1 

istar^He^ y KB^f -r --llZ W^^iDlC- S IC 5S ® b lOu 9/inl 

©LPS (Lipopolysaocharide E.coli 012768 Boivin, DIFCO)^ )S t 200u IV* > t ffl I) 

■7a5iwft#t?c>:7^aiiw^<9»'f»<i)55atsEb;fe. 4a:^S)gta^n 

S# b fel¥tiE^?ilSfV b ^tS^^be«Jt 0.5%MC?K^)filcS^ b . LPSftiiW 20 

a*©1BtSiilCl^DS*bfe. 5;3riS?»tt. LP8ftiiWS#©ffl B <l: V Ser^V b , LP8R 

iins#<^ciSii:fetii^bfe. LPsaswft*^ ^ 24^^<$, m^-i t > y ^ - )immT 

taiSb^. 5C|a|«ICb7. ilSiaT-?MSb;tr#«fltlWK2^'i»^«<9SfeA*tS 

« b ^ . 

[ 0 0 4 3 ] 

#*W^C^<Sle*1'>li.T©IIIS^t ffll) I . Ex: S3£^?J§^, Dat : % S <t tiS t" - -? (F 
: FAB HS(M+H)* , FN : FAB M8(M H) . EI : EI M8(M*). AP ■ APCl M8(M+H)\ MP : at (t 
) . NMRl : CDCIst ©'H NMRlCJj It jnmn^t' - 9 O) 6 (PPra), NMR2 : DM80 de =1= © ' H NM 30 
RC 3V It 7 fftSlfla^i e - 5 © 6 (ppm). RT HPLC(Wakosi I II 5C18AR 2. 0 x 30 ram. 5 niM T 
FAaq / MeOH = 9/1(0 min) 0/10(7.6 min) 0/10(8 min). 1.2 tnl/tnin. ZbXZ . 254 nni)lC 
?j It ? <*«tS(inin)) , Sa\ ikJkZ/^^mU ( Ox : V il^i^- Fun : 7 Y ^btelfe. 5 
if: 7 'J - ft. 5K«'©«<?)»*ttfflltl3:2HCItt2ia8liatmt) . 8yn: SJt& (St^tt 
15) « C S it b SI atfflS^ t /TV r ) . Me : ^ f . Et : X f ;U , i Pr : 2 7* □ f , cPr : 
V 7 0 7- 0 C /b - tBu : t 7" f - cHex : y 9 V H . PK : 7 i Z /l^ - Bn ^ 7 ^ 

. Ac : 7 t! f ;i/ . P i p : f y 7" > 1 'f . P i p4 : C 'J 7* 7 4 /!/ , Mor : C ;i. TTv ^ 7 
4 /( ;U . Pipr : C 7 7" > 1 ^ 4^ . Pyrr : C □ U 7" 7 1 4 )l . A He ?ipr ■ i ?i f H f 
^7 7*7 1 -</l.. S}$a0miC!)IX?:ttl}*ffllt/fvb> eiJ%t3:2Cltt2 70nt 

. 3.4 diMel3:3,4 7* >! f t , 2.8.4 tr iMett 2. 3. 4 h 'J ^ f t . 8.4 (OCH20)tt8.4 / 40 
fU7 7-:2r+7St^ilYft.«t. 

» * XilS H W © SI $ ICR . MAC Science MXP18TAHF22t ffi I) . t3K ^ Cu, tlJfi ^ 120 mA 
. t : 50 kV. 7 7- 'J 7 yili : 0. 020* , ^S.&S. ■ Z' /rain, 1.54056A . HI 

SEW ^ eH(20 ) : 5~40* <i)^ft-?aiS b ;t . 

m«-ff(D8Cj!i&fTGA)tt^*L-f tL3!0*#7aJS b Z. 

DSC : TA Instrument TA 5000. $S~400t; (lO'C/min), N2 (50n)l/min). 7 II ^ Z "1 
WWf y 7' )l KV . TGA : TA Instrument TA 5000. SS~400t; (lOt /min). M2 (100 ml 
/min), &tS-9-77-;i'A7. 
[ 0 0 4 4] 

# * flj 1 60 
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6 □ O C y =/ > 2 ^y^^fl\'^ 3. 4 =/• ^ h + V 7 I Z ;i/ 7K 0 K . =y ?i h ^ V 

amoo°c -? m ^ J5 ® t 7 . 6(3.4 y h + v 7 x z ) c u v > z * 3K> si> f 
eot:-?aDaT80^^>&i&u T . 6 (3.4 h t V 7 I z 'J v> 2 3? ;uac> ^ t ^ 

^. NMR2: 8.18 (1H. d. J=8.0Hz). 7.09 (1H. d. J=8. 0 Hz). 3.87 (8H. s) ; F: 260. 

4 '^y y- y( n'^um^y f ^(Dt' *J yy^Mc . t o=¥ 'y n 7 ^ yi^^ik^ inxtom 
T s.s^ t It -z % k.^ :>( i~ ^ y ^ II z II '\ y V- 7 r ^ y t V L t , y ^ j - ii'P , Ay 

yiLmm^^T^ ?X«ga«TSBrttT, 4 (a 7 ^ / ^ y V Jl)^ M^mWi ^ f II 10 
nz. F- 242. 

4 r 0 i 2 7D07zy-llQ THF^ )S IC 78t: "?> n T-f^UUf-^/^/n ^t-!?->$i 

)fitio^L,30:& b;fe.»:u-?<a-vt7^f-«;><f;i.tiD;t*s*-?^5gU30^ u;fe 

. ^jftS*U7im*Lfe?* t3.4 ->"^h + 5'7xZ;i/3v'5K<9«*DVCfflll, #*fl?J 
1Vra«ICbT, 6 (3 9UU 4 Xt-t;/7xZ4..)e'J5/'> 2 t;;i/7K>Kt»;fe. FN: 
262. 

[ 0 0 4 5 ] 

#«#J3>;|Bl«ICU7. 6(3 7;U:?fQ 4 ^K+=y7xZ;U)H-y-7*> 2 A^l/TlOlSt 20 
Sift U . FN: 246. 
#t#J 5 

#*#J3>:i5i«cuT. e(3^>'->*;i':?r=¥'y 4 X h ^ V 7 I. z ii)t' >j yy z 

>i?tSau*:. NMR1: 6.95 7.05(1H. m). 5. 28(2H. s). 8. 95(3H. s). 

#t fisj 6 

1 'x>->';u^t'y 4 rat 2 ;><i'=<=*y'K>-tr>tffliK #tffl3Vlo|«c (fflt. in 

7X«-)it3: 1M7XlHb :^ K y t^^jX^JSI'. 1001:7 2. 5B o fe) L 7. 6 (4 ^>5/";i/^ 
^y 3 h t y 7 X Z ;U ) C 5/" > 2 3? 3C> K t S 3i U . F : 336. 
7 

N.N 5/'xf;ut / 'J> 2 i>;i.3?i=-?-$i-"©x5'/-;i.^)Sc«SK. Bg<bei^tJo^ 30 

, 8a5<?)7X1gtaftT3B^>&ffi'rit7. N.N y ILf )IT ^ t 0 ^ / 'J y z »;i.7ic=*= 
K t F: 239. 

6 (3.4 =yxi-t;/7xz^b)eyv> 2 t iiT^ytkYt y h ^ y i) z li't-'Kyy 
> t ffl II , ^ <<) s 3i 2 >: 151 II <i) :5 )* c J; "n {[6(8.4 =y ^ h t V 7 x z ;u ) f U 5/* > 
2 3; ^i/Tic z ;n 4 (t rh^yioii-^ziDC'^yyytn. . 4Mint?Kt /tfi^x 
f jb^jst a]t>&® u 7. 1 {[6 (8.4 y^h^yyzziDt'Vyy z ^Ji^zfi'i^'^ 

yyyti^Z, F: 328. 
[ 0 0 4 6 1 

#*^J9 *0 

1 1,2.3.4 xK=7t:FD;^75'l/><<)7<2KZt- 'J ;USMtC3!K/1>TCy^>iJ 

&fJHt7n07t2f;UtiQ^Sl©^t+. 2 7 00 N (1.2.3.4 Th7i:Kn:t75'l'> 1 

'f;i/)7-t2H75Kt#;t. #^«.;fe<t^!t»(?)7t2i-zhy;u^)gn:. SKi2=y't7A>S&f 
cyi-a-v > tioJt , ts-7i7»ts u 7 . 2 (t ;i/ u > 4 >( ;i.) n (1.2.3. 4 x h 7 

ttJD:^75'U> 1 -f^)7t2»-75Ft#fe. EC. 41 mi ^ ^ <9 THF^ )g IC . jX 
;t T . 7X ^b 'J f 7 5 Z A 1 10 :t . 80* ^ JO *S 3i 5ia U 7 . N [ 2 i=E IITS^V y 4 

'f;i)xf^u] 1.2. 3. 4 Thyti'oty^uy 1 >(;u7§>t-i&i^tJevu7#fe. f: 

261. 

1 0 

2 7'D€h;i/X><?)^^X>S)SC. 1 (t 7'htV2?;U7lCZ-'U) 1.4 -7 71? A >. K 50 
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'J xi'j"^ y v'j r y 7 ^ h > )y JK y i/""? u(.Q). 2.2' cr 7 ('^7 x z ^ 7 7 w ) 1. 1 
■ l:•;^7f;^JJ5':^^•uoAt7'^ + yf■■t^D%. a)§ss 8ot ? 15^ s t 7 . 1 (t 

y f II 4 ^ =J 10 lirTK Z 4 (2 y f )\^7 J. Z)i) 1.4 =y7^?A>til;fe. %K il)iit'& 
VUG) ^ ^ J - HMMfC. 4MiE<b?K* /PKX f /b^jfit JD^ . «^-?4Bt^ bT. 1 ( 
2 ;>(f)l7zZ)l) 1.4 '/7-t?A>t-l§K}&>:l/7^l*.. F: 191. 

# f W 1 1 

1 ii. I- ^ y ti 11 Ti: z II )^ 'J y y \ :S y QSf^kMMc . 3 y 0Q7 z v y . 7Kt<t 
7$y) 1 (X h y * fl/a?z ^ 'J =/>JSBiiat iife. n ^ ti^it^ia ic^is^t in 

%. »)§S)f loot 72a S UT,4(8 70D7xZ;i'7$>')i:-^Uj/'>-mKSt 10 

F: 211. 
[ 0 0 4 7 ] 

# % fiS 1 2 

U f V* 'f y 7- 0 H- ;U 7 $ H <P THF$§ iS IC , VBt -?1 \ y y 11 ^ V Z Zi f y ^IL f 

, !Eic#'^icssic#Sb5t^'ii«t^ b7, .1 'x>v;u 4 ^f;i/'fyz^Df>K 

Xf ;btil*:. a^<b^!Kl t SMm^JX^it^ , aJiJg® lOOt 78. 5B S bT- 1 

"o^/*;!. 4 ^fyu^yz'^zif>iej&itjStil;t. ii'iftfe<b^!^tf-;ux> 
f . 7 ^b 5/* 7 X z ;u 7K X y K u X f 7 § > t in t . 80^ la m S )t b . -5 
fi'>gc2 (1- y .X T ;u =/ y A. )x ^' y - ^'i' t . ift)&^siiot;-?i4"t s b7>N[2 20 
( h u ^ f ;i V 'J ;i/ )x h + V :& ;u 3c z /I' ] 1 > A. 4 >(f 11 4 c '\ u 5/* 7 $ > t # 

fe. F: 34?. 

1 3 

1 ^>5/';i.^ + 5/jyi/3:z;u ^ (t r h V ^ )i7K z li) C'X7=/> 2 ;o;i:!ic>e'>; 
f;uav';>tfflii> i^^(DMi&.Wib )im^<!)i5^c .ii ') . 1 'x>=/;i':!f + -7»^i'acz;i. 4 

(t r h ^ =y It) )i7i: z 11) 2 [( € 3v u > 4 ;u ) :& ;u ac z -/He ^ 7 y > t # . ii Kx 
f/H". 4MJHb7X«/Kiixf yi/SJfitaitsjer tt7. 1 ^>5/'A.^=*=v*fl'3fzfl/ 2 

[(t;u5iv';> 4 '^;^):5;^3cz;^]c^7-7•>t^lfe. cci)<bS!t»th;ux>i'. rot 

'<>-tr>. f-'J7(=/^>5/*'JT'>7Ch>)VA=7-7"t7/:.(0), 2.2" t'7(5/'7xZ;i'xK 

7.7 ^ J ) 1.1" C;^7f^UJ5C*:^hU'5Atri-=*==yK»6T. IBSiD^SabT, 1 30 

'i.y y i\. t'f :i) HTf: z II 2 =e;I/3v'J/^?;1/7Icz^I' 4 7 i. z ii^ '^^ y y ^ '4 k, . 

, #^tL:fe<b^!atx5'/-;i''f^. ]0% y 0 L^^'^^T . ^S<9?K*^HaT, $ 
5g7l.5a^ b;fe. ^^?at ^i^. 5i«tii*b T»^ft;fe?* tx5'y--/HC^ 
sib. 10%A7:/"5A^9!l^&f4'Il7>CZO^tiDJL> ft)§5aS70t:-?2. 5B ^ b 
7. 2 t(C;i./Ky> 4 ^PTKZ^H 4 7xZ;i/f^75/'7tS;fe.. F: 276. 

[0048] 

# % 1 4 

3(t7'h1=V*;U7K:z;U)7$ / 3 7xZ;U7-nA>lft0 THF^ )g IC CD! t iD :t . »5§ 

b 7 . N (t 7- K + =y * ^UTic z -lu ) 2 [(€ ^i/TTv '.^ > 4 -< ) 2? ^ ac z ;H 1 7 X Z ;i'Xf 40 

;i.7$>tilfe. *l <b ^ !tJ5 1 . 4HlSib3K«/PI$Xf ^SJSI". tS-?45a^lil 

b7. 2 [(t;i.av'j> 4 ^;u)*;i./icz^H i 7xz;uxf;i'75>t#*.. F: 235. 

# * ffl 1 5 

1 \ y y ^ 11 4 V z'KDf y^iLf iiJiz/yo =esf^i.f ii-im[) . #*^5'J1 2icietK 
<?)7;u=t=;ntJSB^ra«cb7»fei 'x>*/'ffl. A (.jLh 'y H} HTKz n ^ f H')^ y z 

^□f^KxfiUt. x^'y--'l'J5dM7X8i<b;^K'JOA?X^)St> - Si§72^S. SiCB 

ot:7i8^^>5®ri+. 1 \ yy 4 II 4 (j;i.7ic=^==y>:f;i.)-<yz'^Df>Ktilfe. c 

ci)-lb^!»ICK'J7;i.^DllKS?K^ta)^. $a7 30«-l b^. S«tigSb7*§i> 
ftfe^S tTHFlC5SS?b , C^U/TvU >tiDt. $a7 30*S b . 1 > V* 'f ;U 4 [( f 
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/ - n,G)Kt)*) c^y '^^7 n^mi) . EcS2«©xxTyntSEvV 

m^.Q'^^ii- • 1 '\y V" ^ i\' N('x>5/*^^t5/:o;i/7irz;i')4t(c;i'/K'j> 4 4 
iimzii /f )i] 4 c'^u y)i7^yt»)t. f- 466. 

[ 0 0 4 9 1 

4 T-DC 2 Xfil'7x / -;K5 DMF^ )S C. 'J 1 * <t 'X > 71/ t iD ;t , 

'S®60t:-?30«-^ U T. 'X>V;K4 rot 2 Xf X z;U) X-ryUtil. 

yy 2 *;i.3i?>i$yf;i^t#fe. m k iiP^it^"^ q ^ 9 J - ii lkz/iw?<i>)§.^mm'¥ ~ 10 
i-'j7;i/:?roifBfiicsiiu. )X/$T'x>'5'/T^i''H>-t?>tflii« )4i)#jas 5ot: -? 1 ^ ^ 

, IE C S S74. 5B ^ U . 6 (3 X f ^l' 4 t K V 7 x Z )C > 2 J ;i/ 71C> 

iE>!f;i.tii^. %K ^k.it'&wi t' V yy . <j 7 ii ^ d ^ "9 y 7. ii tt^ y mm^K'^-f 
953 b , 6 (3 X f 4 h 7 ;u t o ^ -? > X ;i/ 7K z 4. ^ + V 7 X z )c u y > 2 J 

fOA, TK^1=X(hy7xZ;U7rvX7.f>)A7!/-OA(0), 2.6 V i 7' f ^ 4 

;u7x/-;i'tJD^, i8i*s:?D5i^au;fei^< EiC7^h7=^=x(h';7xz;u7KX7<>) 

A 7 '/tJ A(0)t int . 2BltliDm)5)TIU*.. )J!l)-?^5¥T, 7y<ta'>''5Z.tint. 

-?2B ^ 1 . 6 (3 X f 4 f z )i 7 I. z )i)f 'J V y I * ;b 7ic> 1$ f ;u t i§ ;fe . 

UCi)^b^^5)t>;^'/'-^^1=. lM7KK^b;^hUOA7K$§)g-?93gU. 6 (SXf^U 4 fz 

;i.7xZ;ii.)fW> 2 ;5;i./ic>il>iu. jsy^f^y^tfflii. s^^©saffii5 
viBi«0:5^icj:').6(3xf;i' 4 i:'z-ib7xz;i.)N >f>^> 1 >f;ucyv> 2 s 

[ 0 0 5 0 ] 

# ^ f J 1 7 

6 (3 X f 4 t K □ -7 7 X z ;i/ ) t 'J =y > 2 ;i 30 K ^ f ;kz) dmf^ )S ic . ^ 
^^y-^i., 3'!7<t/f;utai% - )fi5§ag7o'c-?2i*^ i . 6 (3 x f ^ 4. y t- =ir -7 
7 X z ;i/ )e 'J =7* > 2 3? 3c> K ? ;u t ii . ui.\.\-t X >} J - iiLi/ \^ikm.\\.f V '1 u 
?xS)gt , 5fi5§sg60t:-?m^ u T, e (3 xf 4 ^ t- 1 =7 7 x z ^u)f y 2 

3?;i/3i:7tet^fe. 258. 

# « ^ij 1 8 

f 7 y - ;u t THFi^ . n rjh')^'^u/^ ^=^=-9->S)S;l6f'x>7r7^^7't:^'7llB»; 

ixt)-?. f';=r>^. t: K □ + 7 ;u 7 ^ > J&KJS iDiiT>&sr -e . 7 x z (f^y- 
2 'f;!.) ^^K7 t^v u\'%it. MIC, #«4ftfe<b^i»tx^'y-;i/ ?Kii^s«f 

, 7 7 t Z77KSC/f5Z^t&taiitiDJftTJSSrttT. 7 X z;Kf 7'/-yi' 2 Ah^/-f 

7 5 7 t El - 1?0. 

# * ^?J 1 9 

6 7D0C'J7'7 2 ■)) )\,iP.y^ >^ f h . K )^ V ^ V 7 i. Z J^%^ ^ ^ m^-f V ^) U 
. Tl-7 + 7(S';7xZ;i^7»X7W)A7 7"^/*. >^ V ^ V y )kUlkG)'-^%1lB 

ta]?iRTJSEri+> 8 (4 >;K=t=7 7xz-ii)ey7*7 i % hT^ym.>i-f ht'^n,. «m 

ft^Htft^ajt. «7XfiliS'f. f!)iliffi^^J&Sr-tt. 6 (4 ^f-t-7 3 ZhD7xZ;i')C 
,'>Vy 2 j;U/IC7i$^f^l't#fe. KIC. THF, ^ ■J' y - fl. S C# 1M?X « / K 'J -5 A ?K 5S 
igtDil^SSI'J&iBr-ttT. 6 (4 ><K=t=7 3 ZKa7xZ ;!.)&'; 7" > 2 S;i./IC>l$t 

[ 0 0 51] 
4ft t ffJ 2 0 

2 7'DC7x/-/K?)7t!^7S5SlC«lb^>-7*iUiiC'^K2?yOAta]%iDSaT 
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c« ^ tt . (2 '\ y y >i 4 ^ V 7 z z 'J y 4 ^ ;u ) / 9 / - t # ;fe . a:^ t , # * 

ffl 1 8 V 15] « IC U T , (2 > =/ Jl. <f =*= -V 7 1 Z .11. )( C =/ > 4 '< )l) M f )l 7 ^ y 
k.. F: 291. 

¥imz 1 

4 3-H7xy-;i'tDMF'f, B?^J';t7Z*<i)^6T. Z ^ity X f )l 7 ^ J JL9 y 
tSi&Y inmj it s [2 (4 3-h"7x/+5/)Xf;b]=/><f;i'7$>t^i*.. n^ti 

^it^^t . ^^y^y 1 *;U3?>i$ i 7f h>J.7.T a . :#-h'JO/*t7'K=t=5/K. h 
y (2 f 7 X Z -/U )7rv X 7 > /I C/f « 1 © I- 'J 7 ( ->* 'n; > V U T" > 7 t! K > ) =/ A 7 =y 10 
1 L (O)SfeT > h;i.X>1'. ttimT m . 4 t4 (2 V^f;i.75/Xh=t=V)7x 

Z/UlC^^V^ 1 i >«t 7* f t F: 350. 

# t «l 2 2 

1 X>5/*;UtOfy> 8 ?f>S6<'N (2 7 ^ / JLf 11)^ 'J y tm^^ . 7K*ibh 

'j7t2K=^y7K':?fft;^f-'j':?i.v$jgcT>&t&rtt. (1 '\y yjif o V yy 3 ^;i)(2 

4 '('^l/Xf;i/)75>t#^. F: 270. 

[ 0 0 5 2] 

# * 2 3 

2 -y 7 / 7 X / - ;i.;j5'4 (2 7 □ OXf /I'TK U > ffi IS H <i) DMFS )S ICJ^K 3) V 0 

z*tfl]itiDiSJT>SEvri+. 4 [2 (2 =y7y7i/tv)xf;i.]t;uav'j>t#^. s^ti 20 

Ib^i® t THF'f' . 7K?^<t'Jf'?Z*7;U$Z'5/*ViDiaTJ&Srtt. 4 [2 (2 7 ^ J f 
7 X / i/ )X f il/ ;U /Tv > t F: 237. 

# ^ fiy 2 4 

2. 6 -V 7 0 0 C 7 =y > t N. N / f -f 5 r V'J 5/* / > + < J A ci) # ft T f 
yyy 1 37;i/7lC>^ t7'f;i'X7T;i'Vin«iTJ^Eri+. 2 6 (4 trK + y* 

;u TIC z ;ne 7 > 1 ^ )c 7 > t s . f : 299. 

# t ffj 2 5 

6 (3 '^yv)i^^y 4 y K ^ 5/ 7 X z ;u )e '.^ V > z * ;i/ a? > K f ;u t thf 5* y 
-;u>g^5S«f. A75/"5Ag5g»feT, jXISHRt U7> 6 (3 i:h-n=t=!/ 4 X 
^ y 7 r z JDt' u yy 2 #mife<b^«5t, dmf* , =/ 5 so 

h =y 4 >; h + -7 7 X z ) e u y > 2 * > ^ ^ f ;u 1 41 . £ c , thf ^ 5' y - 

iS^^Jgf« 1M?XSiib;^f-';'!?/A7K^)Sti0^a]^TJ&£vrttT,6(3 V OUT-UCh 

^ h + V 4 ^ K + 5/ 7 r z y > 2 « ;i.3:>i$t4i^. fn: 294. 

[ 0 0 5 3 ] 

4f t 2 6 

^ ^ m z b X b 1 . Q <<z V 7 )i ^ u >i h V 4 >:h + v7xz;u)f '>>->•> 2 

# ;U7lC>Kt Sa U fe. NMR1: 7.93 8.00 (2H. m). 7.01 (1H. d. J=8. 0 Hz). 1.35 1.42 
(1H. tn). 

# % ^53 2 7 40 

# % 2 5 ^ 15 « IC U T . (4 (4 [6 (3. 4 5/- ^ h + 5/ 7 X Z )C y ^/^ > 2 ;i/ 3? Z 

]C'X7;/'> 1 'f;i.}7iy +5/)iff^ xf^utSi&u*.. F: 506. 

# * 2 8 

# t fliJ 2 5 V |el « IC U T . 5 (4 {4 [6 (3. 4 =/ ^ t- =^= V 7 x Z ;i/ ) C 'J -T* > 2 * ;i/ ac Z 

;Hf ^ 7 =y > 1 }7 X y + V )'^ > ^' >« ^ f a. t u F: 534. 

9 

# * flij 2 5 ^ [B] «IIC b 7 . 4 (4 {4 [6 (3. 4 y- X h i= 7 7 X Z ;U )f 'J y > 2 S ;U 3C Z 

7He'\7V> 1 '<yi.)7iy + 7)7'5'>K xf;utsjau;fe. F: 534. 

41^ t ffil 3 0 

4?t'RI25>:ra«ICUT.e(4{4[e(8. 4 5/'^l- + 'y7xZ;U)K:'J5/'> 2 t^Uacz 50 
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;^]^:•'^C7V•> i 4 i\^)7 r J ^ rf;i.tsfti/fe. F:5e2. 

3 1 

#%^5'J25^|al«ICbT, 7 (4 {4 [6 (3.4 Y X \~ 7 j. Z ll)^' 'J ^ > I t 
ill^l^vVy 1 'f;i.}7xy + ->)\7-5'>8$ Xf;UtSiiU;fe. F: 576. 
3 Z 

#%^J 2 5 ^ iBllllC L T , 4 (3 (4 [6 (3. 4 / h =*= =y 7 X Z ;U )C y > 2 ;5 /U 71? Z 

\ =7 =y > 1 ^ h}7 I. J v)r X f ^L- 1 Sit u fe. 534. 

^ % ^9J 3 3 

#t^5'J25Vl5lacUT. 5(8{4[8(3.4V^htV7xZ;i.)tl-'>'V> 2 *;i.7l?Z 

iDxi'^'yyy 1 >( fl.}7 X y + y )^ > ■? >B$ f t S3£ u fe. 534. 
^ % J 3 4 

^ % ffJ 2 5 >: iBlftC U T . 6 (3 (4 [6 (3. 4 -7*.X K + 5/ 7 X Z )f 'J 5/"> 2 S ;i 71? Z 
;HC^7=/> 1 'f4.)7xytV)\ + t->l$ Xfil'tSffiUfe. F: 562. 

# % fiiJ 3 5 

^%W25^I51tl&r:UT. 4 (2 (4 [6 (3. 4 i/" p<h + 5/ 7xZ;i.)i:- 2 X;^U7I?Z 

;UC ^ =7 y > 1 >f fl.}7 X y y )7' 5* >ll Xf ^l/ 1 Sau fe. F: 534. 

# % <9J 3 6 

=^%<9J25^|Bl«CLT, 5 (2 (4 [6 (3. 4 V V V 7 j. Z y > 2 ;&^7l?Z 

1 ^;^}7xyt^/)^>■?>8l ^ffl/tsattfe.F: 534. 

^ % ffj 3 7 

# % 2 5 1514$ C U T . 6(2 {4 [6 (3. 4 y )i h ^ V 7 ^ Z V y I :0 71? Z 

)\,-\C'\yyy 1 ^;^}7xytv)^=^=■!^>te xf;i.tS3tL;fe. F: 562. 

# % ffJ 3 8 

4^%^5'J 2 5 V iBiac U T . 1 (t 7" h + V S ^I'TKZ ;U) 4 [2 (4 (4 [6 (8. 4 y >< h ^ V 

7 r z yy 2 ;u 71? z ^i^ ]c ^ > 1 -< } 7 x y + -7 )x ^ ]c 7 y > t 

SJt b fe. F: 632. 

# ^ ffj 3 9 

# t ^^J 2 5 ^ [51 « C L T , 4 (4 (4 [6 (3. 4 =/* / K + =7 7 x Z ) C U 5/" > 2 J ;i/ 71? Z 

yi. ]c- ^ 7 =y> 1 ^ )7 z y y )7' 9 >B$ xf t g&b F: 533. 
[00 54] 

# % ffj 4 0 

6 7onzDf7iscJS^tf?rz;i.tin^ins»7i$iu^. $st-?;$fflufet^MST^ 
'x>-ir>. m^t7 ;u ^ z 0 t ai^ . ioo"c-?jdsi ufe. t ^ )i ic "z i$ 95 
aiRSUT4m*ife2 ouu b '\yY 4 ^y: *) y x^dmfs 5fic:^sy'5/.^i- + vKt 

iDJtJQiS Ufe. ;y.T^)£CT«5!QSiKliU-72 .X|~+7 5 'XVi^^^l^eW^'t^ 
fe. NMR1: 8.62 8.63 (1H.ni). 7.77 7.80 (2H.ni). 4.03 (8H. d. J=1 . 2Hz) . 
#te'J4 1 

(SieSii^J 5 V U T . 1 [6 (3. 4 5/-^ h + 5/ 7 X Z ;i')C y V> 2 :» 71? Z ;U ] 

C^7=/> -}IlSlIt#;fe. F:328. 

#%^5'J4 2 

(glEli!Ja^5'J5>:(51«CU7. 4 (4 (4 [6(3. 4 V>XI-=t==7 7xZ;i')C'J=7'7 2 J^UTI? 

z ;H c 7 V > 1 ^ )i}7 i.z^^A'K^'i }\,)K:'\'}yy i * ;u 71? > at ^ 7 =>• t s 

F:664. 
#*^J4 3 

I^IES3£ffl 5^!b1«CU-Z. (±) trans 8 (4 { 4 [6 (8. 4 p< h =t= V 7 x Z ;i )C 'J 
7 2 * 71? Z ;H 2. 5 7" ^ f Jl/f 7 7* > 1 ;U } 7 x Z /U )7' □ f <f > ffi X f ^1/ 1 # 
fe. 532. 

# % 4 4 

^ISSJIffJS ^|B|«CUT. (±) trans 5 (4 (4 [6 (8. 4 V K V 7 x z;i.)C 'J 7" 

y 2^?;u7i?z;H2.5 7'Xf;ue^7 7'> i ^;u}7iz;i/)'^>^'>Kxf^i/tilfe 
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. F: 560. 
[ 0 0 5 5 ] 

# « ^JiJ 4 5 

4 rat 2 "P D D 7 Z V - II 0 h )\. JL y . 1 it 7 h ^ y i H z 11) f \ y =y 

>. h V 7. \ y r y 7 y JK y y 0 L (.0) . 2.2' e7(5/*7xz;i//K77^ 

/) l.r C :t 7 f 11 JkZA:t h 'J 0 rh + yh'tiOX.. a$§S®110t:?4ii»^ u 

;jiTt:fticJ;'J«SSQS«SU7i (t 7-K=t=5/»;i.7icz;i.) 4 (3 0 0 0 4 
7 X Z /PDC^ 7 t NMR1: 6.97 (1H. d. J=2. 8Hz). 3.86 (3H.s). 1.48 (9H.s). 

# t ffi) 4 6 

#^^5!)45>:|BlttlCb7. 1 (t r h ^ y It) 11^ Z 11) 4 (3 7 H^O 4 ^K + V7x 10 
Z -/U )C ^ 7 > t HMR1: 6.72 ( 1H. dd. J=14. 2. 8Hz). 3.85 (3H.s). 1.48 (9H.s). 

# * fiij 4 7 

#t^5'J45^(B]«ICUT, 1 ('\yy7yy 5 -fyi.) 4 (t 7" I- ^ ^ t ^ Z )l)t 'Ky 
5/->t#;fe. NMR1: 7.58 ( IH. d. J=2. 4Hz). 3.07 3.09 (4H.m). 1.49 (9H.s). 

# * ^jy 4 8 

4?*eiJ45>:|5|«ICU7. 1 (t 7'h+V3?;i//f:.z;i') 4 (4 ^Xf;U7^/'7xZ;U) 
t:'^=7-y>t#fe. F: 334. 
[ 0 0 5 6 1 
4^%^J4 9 

1 (t 7'K=t=5/3?;U7lCz;U) 4 (3 700 4 X h ^ V 7 :l Z 11 )\:: 'K y V y (D 7 D Q ^ II 20 
SiSiC f- U 7 ;u t ^ 30:a-^ b ;t . IJI T ^ C <*; V ft SGSiR 8 U T « 1 (3 

4 y \~ ^ y 7 I. z iD'C'K y y y ^ )z. , ?■ 227. 

# t ffl) 5 0 

#*ffil49>:|BiatlCt7, 1 (3 7 )l^tO 4 ^h + 5/7xZ;i/)C^5->'>til^. F: 

211. 

# t ffl 5 1 

4?*e'J49VlPl«Ct7. 1 (3 9 DD^yyy 2 4'JI/)e'^75/'>tS;fe. NMR2: 8. 2 
6 (IH.d. J=2.4Hz). 7.97 ( IH. d. J=2. 4Hz). 2.81 2.84 (4H.tn). 

# * «y 5 2 

#*ffi)49^[oI«ICU7, 'rxfiK4 C^yy / 7 zZ)l)7^yt^)^. ¥■ 234. 30 

# % #J 5 3 

#^ffl4 9>;lBlfi&lCb7, (±) trans 3 [4 (2. 5 V ;>< f C 7 ^ > 1 ;U ) 7 x Z 

>i}7-of4ym j.f}\^^n)i. ?■ 291. 

4? * flij 5 4 

#t^5'J49^|5I«ICbT. (±) trans 5 H (.Z. 5 y M f y y y 1 >f;i.)7xZ 

;U]'X>'$'>K Xf;Ut»;fe. F: 319. 

# % ffil 5 5 

*tffj45^&f4f*«'j4 9^ra«cu7. 1 (5 xh'¥yt' *jyy 3 

tilfe. NMR1: 7.96 (1H. d. J=2. 4 Hz). 7.82 (IH. d. J=2. 4 Hz). 3.84 (3H. s). 

# ^ «!) 5 6 40 
#tffl45ii6f#*«l4 9^ra«ICU7. 1 (6 ^t-=t=VfU5/'> 3 ^ SDt'^yyy 

^^mb 7 

#te'J45;^<>#^«'j49^iBi«icb7.6e^7-7*> 1 -i';u+yi>(>t8fe.Ei:2 

13. 

* ^jy 5 8 

#^^J45&z>#^fl'J4 9>:lBi«cu7. 1 (6 7-Dtt:''>'v> 2 ^ 11)^ '\y yy t 

^Z. ?■■ 242. 

# * «1 5 9 

#*ey45/J&f#%«i49vra«icu7. i (5 7"ntt:-y5^> 2 'f;i.)C'^7 5/'>t 50 
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Sfe. F: 242. 
[ 0 0 5 7 ] 

# ^ f J 6 0 

6 •? UD Z3f J Z }• V )lJkZ/(±) trans 2.5 X f li^ ^ \ y l/" y (0 NMPM )S t * i§ S 
g120t:7mS t T, (± ) trans 6 (2. 5 5/" .X f ;i, C ^ =7 V > 1 ;i/)Z □ f 7 Z K 
'j;i.t F: 217. 

# * 6 1 

#t^5'J60^Isl«jCUT. 1 (4 t:-'^7 5/*> 1 'f^U 2 J-'J7;U?r0^fVU7xZ7b)X 
^ y > t ilfe. F: 273. 

# ^ ^9J 6 2 10 
#^^5"J60^|5l«sCb"7. (±) trans \ H (.Z. b l/" X f )l C ^ y l/" y 1 W ^1/ )7 x Z 

9 y > t Sfe. F: 233. 

^^me 3 

^t^J'JeOVlalftCbT. 1 (2 t P D^V 4 C^7V> 1 ^ H 7 i. Z )l)JL ^ J y t 
SIfc. F: 221. 

# * <5'J 6 4 

♦ f^j'jeovial^cu-?. 1 (5 zhaey5/'> 2 >f;i.)e^7 5/">ttl;fe.. f: 209. 

# t ^91 6 5 

#*ffl6 0>;[BlfilCLT. (±) trans 4 (2. 5 5/" >x f ;i/ C 7 V > 1 ^ h^'\y X7 h 
T-t K t F: 219. 20 

[ 0 0 5 8 ] 

# % W 6 6 

4 7;i,:?ro^>X7^T'i:KVi (t7"hi==ys?;i/3:z;i')c ->•><<) nmps jS c rS? 

J'y-^Z.tajiliDm i-!<.T^»CJ;'>'«t^!I{iaiiSUT> 4 [4 (t r V^V HhT^ 

Zh')^'^yVy 1 ;H'^>X7;Ut'1: K t NMR1: 9.80 (iH.s). 3. 37 3.40 (4H. 

in). 1.49 (9H.S). 

#t^J66>;lBl1!!Cf7> 2 700 3(4t7'h=t=5/:&;i'7lCZ;n:-'^7-7'> 1 ^ 
7=/>t^lfe. NMRl: 7.91 (iH.d. J=2.4Hz). 3.58 8.61 (4H.in). 1.49 (9H.s). 

# t ^5'J 6 8 80 

^^eyee^iiBifiiicu-?, i (4 7i2f;u 2 7oa7xz;u)4(t7i~=t=v3?;i.7icz 

;i.)C'\7i/'>t#*.. NMR1: 7.07 ( IH. d. J=8. 8Hz). 3.08 3.12 (4H.m). 1.49 (9H.s). 
#tW6 9 

# * 6 6 V 151 « ic u T , 6 [4 (t 7- h 1= -7 » a? z ) c 7 5/" > 1 'f ;u ] C U -/ > 

3 AJl/T-t K HMRI: 9.80 (IH.s). 3.54 3.58 (4H.in). 1.49 (9H.s). 

# ^ ^jy 7 0 

# % a 6 6 V |Bl « ic u T « 6 [4 xfhx:\yvy 1 ;Hc 'J =>* > 3 :» A 7* i: K 

tSfe. NMRl: 9.78 (IH.s). 6.66 ( IH. d. J=8. OHz). 2.35 (3H.s). 
#tfi»J7 1 

150t; 7^Sitrtt^e'^7 7'>IC2 70D'^>y-9'7*/--;i/tJD^mS Ufe.i^^T 40 
^aiCJ;')«iS!iaifilSU-?« ^'\y 'J- f 7 'J- - 2 'f;i.)C'\=7 7*>tS*.. F: 220. 
[ 0 0 5 9 ] 
#%^J7 2 

e0St?X5S5<b/ K 'J -5 THFii ^ tl IC. O'C ;p SP T . X f X 3^ / P fiS X f ^l' t S T 
b>KlC4[4(t7'h + 5/*;i.7lCz;i.)i:"^7-7'> 1 A h^'xy 7:7 X. ^ \ 
Ufe. >:/.T^)*C<>;UiS5i5S«SUT. 3 (4 [4 ( t 7'K + -7 3?;i'^ = ^l')C'^7^/'> 

1 '<;u]7xz;i.}77';;i.8Sxf;i.til^. Kic<sie4r^*^J94VlBl«cuT< 3 (4 [4 
(t7hi=-yj;u<icz-ii')t"H=7 7*7 1 >f;u]7xz;i'}7-nA>iSxfA't#*.. nmri: 4 

.12 (2H.q. J=7. 2Hz). 2.87 (2H. t. J=7. 6Hz). 1.48 (9H.s). 

n-nmi 3 50 
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y 3 -< ;i.}70 A >exf t#fe. NMR1: 6.60 (1H.d.J=8.8Hz). 4. 12 (2H. q. J=7. 2Hz) 
. 2. 56 (2H.t. J=7.6Hz). 

# % ^^J 7 4 

^%ffl7 2Vl5|«ICl/T. (±) trans 8 (4 [1 ^\ 7 V ^ V t h1S^ - h') 2.5 V >i f h 
x:'\^vy 4 ;H7 X z^}7-nA>Kxf ;ut»^. EI: 3?0. 

[ 0 0 6 0 ) 
4? ^ ffl 7 5 

# % 4 9 (> «i IE § iSHJiJ 5 V « <9 :5 ^ IC J; , 3 (4 {4 [6 (3. 4 V ^ h + V 7 x Z 

;b)c'jv> 2 ;o;i.acz;Hf'^7 v> i ^ ;u }7 i z )7- □ a >i?x f ;i/ 1 . mmri io 

6.97 (IH.d. J=8. 4Hz). 4.12 (2H. q. J=7. 2Hz). 2.89 (2H. t. J=7. 6Hz). 
^ % ffl 7 6 

^ % 7 5 "i: la) flIIC U T , 5 (4 {4 [6 (3.4 V / K + V 7 x Z ) f U V > 2 ^ 3C Z 
;H»:-'X7->'> 1 ;i.}7 X Z-/l')'^> >teXf ^l^tH*:. NMRI: 6.97 (iH.d. J=8. 8Hz). 
4.12 (ZH.q. J=7. 2Hz). 2.31 (2H. t. J=7. 2Hz). 
^ % ffl 7 7 

^%fi'J75>:lBl«ICUT. 3(e{4[6(3.4-7"^K=^=5/7xZ;b)f'J=y> 2 t )\.TRZ 
K^Xl'Xvyy 1 } f U =y > 8 ;U)7'aA>fi!Xf;Ut »;)£.. NMR1: 6.97 (IH.d. J= 
8.8Hz). 4.12 (2H.q. J=7.2Hz). 2. 84 (2H. t. J=7. 6Hz) . 

# % W 7 8 20 
6 7 DO Z □ f > f ;i V C 'n; 7 > o)DMSOS)gt j*)§SS 120t:-f UT, 6 Xl 

'\^vy 1 'f;i.ZDf>KyfiUt#;fe. F: 222. 

# * <5'J 7 9 

2 Zl-O 5 7;i.^O7x/-;UJ;V#*0'J25J^C/f#%^J66VI5I«(i)J^lSCJ;';. 1 

(3 \yyh^^v 4 zhD7xz;i/) 4 (t r V H )Visi-K)y: "xvYy n 

MR1: 8.01 (IH.d. J=8. 4Hz). 5.22 (2H.s). 1.49 (9H.s). 
[0061] 

# * <5'J 8 0 

1 (3 \ y y h t ^ V 4 zh07xz-;i/) 4 (t r v^v ^ r^,-is:.-h')x:'\^vy o >^ >9 

J - K THFig ^^)SCA7;/">A^«tiOit?X*P@ST U*.. J5(T^^ICJ;'>l«iS!i 30 

aiRSb7^l^^lfe2 7$y 5[i(trf- + =y»;i^arz;i.)t.-^7=y> 4^';u]7x/- 
;Ki)^^y->'i/^)gic4;i.i-^iK^f;i., p v h i.y 7. h y \ is^xmih u;fe. 

T1»5SlCJ:V««ja«ISL/T.6(4t7'h=^=5/»;i.3CZ-/l.e^7->*> 1 ^ h^'xyY'^ 
+ -9-*/-^l.t»^. NMR1: 7.97 (IH.s). 8.15 8.19 (4H.in). 1.49 (9H.s). 

# ^ 8 1 

4.6=/5OOe'J§5/'>^'>l#^«60^J>#%fi'J49>:|al««?)755iC«i:'K 4 

ec^cvvv 1 'f;ueu$;^>t#fe.F: 199. 

# « ffl 8 2 

N-'X^V-'U'f $ / -KKt THFf . CDi;5C/f5 75y'f>h'-;U>:;SB7tt. 4 'X>5/' 
K 1 ( 1H > f-- - 71. 5 A h^X: 'K^Vy 2.6 ^ > t # . 3: 11 -? THFI' . jK « <b 'J f 0 40 

0 A t aiit . 8RE 0 7K?g»HaT65#S;5B^ ttT . 5C'^7-7'> 1 1H >r>K- 

;U t 41*.. EI : 201, 

# * «l 8 3 

4(2 7 0 0 C y § 5/" > 4 ^ li^)t"Ky Vy 1 J TP 7 7* t h" 2 (->• ? ;t/ 7 $ 

/)X^'/-;Uti;';'>Z*t rh + ^/f-'^feT, OMF^f^ SEvtT#Htl*^b^?»t. ^ J 
- C^miO V L^^T . 80t:-?24^SJ^S 7 tt . N.N -T" >: f N (2 t(4 f y y 

y 1 ^}\,^^)^yy i >fA')?ri=-7]xf;i')7^>t^fe. f- 252. 

[ 0 0 6 2 ] 

# t flJ 8 4 50 
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4 [ 4 (t 7' h + V * TIC z ;U ) C 7 =>• > 1 >f /b ] > 7 7 ;i/ r* t ^ 2* [ 3 (X h + =y 
K) )l Z fi> )7' n ^- H 1 h V 7 X Z ;U /K TTv Z -5 /* 7* □ ^ Ft. THF<^ t r ^ V i 'J 0 L 

SfeTJ^i&^tt- 5 {4 [4 (t r h ^ y It) )i s z )i)f '\ "7 y y 1 ^ )i ]7 z z ID 4 "^y 

T>Kxf;i/t#. )5!t)-?> isie#t^5y94viBi«icL7. 5 (4 [4 (t y 1 

z \ yyy 1 >f ;u ]7 X z ^ul'x > -? > iSx f ;u t nmri : 4. 12 (2H.q. j=7.2Hz 

). 2. 31 (2H.t. J=7. 2Hz). 1. 48 (9H. s). 

# * <?J 8 5 

#^fl'J84VlBl<$CU-7< 5 (6 {4 [6 (3. 4 i/'/h1=5/7iZ-/l')C'J=y> 2 37;i/3?Z 
7 5/*> 1 )Hf 'J V> 8 ;i/)^ > 9 >KX f t tife. NMRI: 8.02 (IH.d. J= 
2.4Hz). 4.12 (2H.q. J=7. 2Hz). 1.48 (9H.s). 

^^ms 6 

#*fly84Vl5«Cl/T, (±) trans 1 (t 7 i- V t )l Z II ) 4 [4 (4 XK=^V» 
;i.3Cz;i/7f;i')7xZ-«'] 2.5 '/.Xf^bC^^V^tilfe. FN: 417. 

^^m& 7 

I^S-l5iJ 5 ^J/#tey 9 4 >: [al1iC«)?:5l5aU 7, 6 (4 [6 (3. 4 -y ^ K + V 7 x Z ) U 

;/•> 2 :!7 ;u7Kz /b ]e 7 i/* > i ^JD^'jyy 3 F: 421. 

[ 0 0 6 3 ] 

# * ffj 8 8 

2 7* □ t 6 (4 [6 (8. 4 yxh^'yixZiDf'jyy 2 3) 7|C z ;H C 7 V > 1 ^ 
11}^ 'jvy 3 <f - dmfs )S ic 60%yk ?g<t/f- 'Jt7Z*;i&f4 7at7'^'>texfyi.tfli 

^SS-?m^>5Er tt*.. i-H.T^*IC<fc 'J (t^SQSiSS U -? . 4 t(2 rOt 6 (4 [6 (3.4 
5/*.Xht5/7iZ;i/)eU-7'> 2 ;&A.3?z;U]e^7 5/'> 1 -f^l'} 3 'J V A,)^ 1/ 1 

r^ymi-fJi-^nk.. f 535. 

# ^ 8 9 

4(2 9 D D c 'J ^ y 4 'f;u)c^75/'> 1 Hi )i -3: 7 II T c ^Zf y y A' 7 ll, D - 

;i.J:';> #t^J83. Sim5iJ5. #^^J94^C/#^e'J88>:l511l&Ct>:^)tCJ;';«B)?!?QS 
U T . 4 (4 (4 [6 (3. 4 i/* .X I- 1= 5/ 7 X Z )e 'J V > 2 :» 3C Z -/H C 7 5/" > 1 

} 2 ?r =*= y 1. 2 5/" t: K □ t:- u 5 > i ;u )r 9 > ex f t ^ ^ . f: 536. 

# t #J 9 0 

4 [6 (3. 4 =/ / h + 5/ 7 X Z ) C U =y > 2 J ^l^ 3C Z ] 1 (4 h" □ =t= V 7 x Z ^l' ) C 
^ 7 ^ > IC 1.2 -7 7* □ t X 9 > « 2M ?K Ift ^t ;^ K 'J 't? A?XM)fi. tI-7 n7*f;i/7>tZ 

jfl^L. ^^«5t *U^. J.!».T^^ICJ; 'J }§5!5Saii U T. 1 [4 (2 7'n€Xh=t=V)7 

I z ;H 4 [6 (3.4 y ^ h ^ V 7 J. z ii^f 'J yy 2 ;(7 ;u /K z ;U C 7 V > t # . F : 

526. 

[ 0 0 6 4 3 

# t 9 1 

2.5 yra^f 'J =y y Jkz/2 /-r i\,7 ^ j J - )i<o dmfs JSc^'JOAt 7'i- 

t 5/ P t 30^ . »5§5a8100t:-?3i^S U T. N (2 [(5 f C 'J 7> 2 >f ^1.)^=*= 

vlxfA'} N.N y )i7^y^%s ^'c^nmb 5vi5iti?iciT, n.n ^/f;!/ n (2 
C(5 e ^ =7 ->•> 1 4 uyy i ^ h,)t 'ii.f )\,)7 ^yi%^. f: 25i. 

# % ^JiJ 9 2 

2 ('\>V;i.^+'y) 6 7'Dt/75'U>t«lK #%e'J45. SJitH43JlC^SJ&fi'J 

5 V [B|ttC«)5:55SU 1 . 1 [6 Cx > V^l' ;J + =y ) 2 ;^ 7 f ;H 4 [6 (3.4 7 / h + V 7 

X z ;u ) c 'J 7 > 2 37 ac z ;H c 7 V > t n . c ^ «5 1 h u 7 ^ o fff K c 5S 
nu. JK/^T'x > •? -X f > -tr > ta]% > ia-?2Bt^- s r:)S$§igS40t:72^^ 

U T . 6 (4 [6 (3. 4 ^ K V 7 X Z ;U )C y V > 2 3? ;U 7K Z ]C 7 7 > 1 -f ^1/ } 2 
:)■ 7 h - l\,t%1z,. F: 470. 
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# * «) 9 3 

6 c 'J yy 3 t II yK ^ -f 11 T Q y ^ V- y m m & K y y 0 L V 7 1. z )l :^ 
mmmii . 3 (5 V yy z a. )7 9 'j ;nix f t nhri- io. 13 (ih 

.s). 7.08 (IH.d. J=15.6Hz). 3.85 (3H.s). 
[ 0 0 6 5 ] 

# ^ fi?J 9 4 

3 (5 ;U 5 A/ C 'J ^ > 2 ^ 11)7 9 *J l\^m:>i f QKKX f H JL 9 / - A^^^C Ky 

vyy 2 ^ ;b)7-a A >fij>: f ;b t tlfe. nmri: 10.29 (ih.s). 3.68 (3H.s). 2.88 10 

(2H.t.J=7.2Hz). 

# * ffj 9 5 

( ± ) trans i (z.b y y f )i ^ \ y y y 1 ^ )^ > X 7 T" n h" 0 7 -D h z 'J ;u S 
)B ic (t r h + 5/ J ;u 3c z )>/• 71? * - h /1 6f 4 v ^ f 7 5 / f u v > t in % 

>JLT^ac<fc9«SQa«ISU-7. (±) trans 1 (t 7 t- + V 3? ;U Tl? Z ) 4 (4 /Tv 

A. 5 7 I z ;u ) 2. 5 y^fh'f'K'pyy i * ;i/.7R > K t r f t ti . 319. 

^%wn 6 

7 II 4 D 4 ZKD'^>-ir>j!J&f(±) trans 2. 5 V f jIU t"^ 7 > c»)NMP^)g t 

«® 120t:-?8#ia U 7 . (± ) trans 2.5 '/X f 1 (4 Z h 0 7 i Z ;i/ ) C ^ 7 > 
Til. RlCS)i^5'J5VIal«I^UT. (±) trans 1 t6 (3.4 =y ^ K t -7 7 x Z ;U ) C U > 20 
2 2) ;U 71C Z ] 2.5 V p< f ;U 4 (4 Z J- □ 7 x Z ) f ^ 7 > t il ;t . F : 477 . 

# % W 9 7 

6 700 + / U> 1 ;?r + VK©«?KtFK^}SIC. 3 :f ^ V X f H iDX . m)^^ 
S40*C7 30:8-^ U. #Htlfe<b^!t»t10%JgKCfl]Jtt~S-?;&Srtt. (6 700 + 

ffls >: [5i«icm»!Kiau T. e {4 [6 (3.4 v>>< I- + V 7 X z 'J 3/'> 2 s;u/Kz;n 

H- 7 y > 1 >( ;U}+ / U > 2 >( ;U f F- 527. 

# t <5'J 9 8 

IS le S 3t 1 0 V |Ql « IC b 7 . 4 [N (4 (4 [6 (8.4 y h ^ V 7 j. Z 11^ )^ u y y 2 

m li:^: z hy'if 'K7 yy i >r;b}7xz^) n .xf;i,7$y]7'5'>K i.f iit^k.. ?■ 30 

547. 

[ 0 0 6 6 3 
g3tffl 1 

2 :?r + y 3 7 z. '^yyy 740 ni9<?)THF 20 nilS)fiC7K«<b *J f? U7 H^ZO 

L 638 ni9 1 jn t > 3^ ^ in *n M )■£ b ;t . J5 J5 >e t L . ffi / h 'J 0 1 0?X !BJ t S 
)g'l>cr^u»f5i<5^f7^inJt.bi3:^< b^^S^^aiit Sb;fe..S«tS*b7 
?l*.ias<?)2 7 i.zhxi'xyyyt . ^ (.%a y yi. v^v 7 1. zh^x: ^)yy z % f\,-!sty 

S 500 m9<i)THF 20 ml S )g IC iD t . SfCWSClSKlI 556 m9/]^&fH0Bt 260 ni9ti0%< 
728^ bfe. J^EiSlCirFexf-'l'tfl]^. 7K. Saft:felI?K7i5fe»b> »?K«iE77 
^VOAT^^ZJt^J, »«tS*bfe. t=y';S^7-;i.:&7^.7D7h757^ 40 

-i'J UUIS^h U ^^'>'-;i.)7aSb. ieiSSiSa(670 in9)T life. C<<)<b^!t»t 

x5'y-;ncssb« 77;!-^ i92m9tin:t777;uKiiVbtis> x^-y-^i KKX 

f;i.»mi8SStffo7. 2 (3.4 -7'^K + y7xZ;i') 6 (3 7 j.ZhXl'X^yy 1 X? 
^l^/K Z ;i )e U 7 > 0. 57 7 607 in9t 1 e JSS b 7 

2 

6(3.4 7 ^ I- =y 7 x Z ;i ) f U 7 > 2 3? ;i/ TlO K 500 ti)9 <J) THF 20 m I ^ )S IC jX )t T 
. JUb =^= -t^ y ;U0. 18 inlJi&fDMF 1 )S t in ^ . 80^ i$ . JSEjS t . 4 (4 ^ + -> 
7 I Z )t:* ^ 7 7> 870 ni9<9C 'J 7 > 10 ml ^ M IT 7X /$ T 58 T b ^ . S S t 7 » S b 7 
5C30«- bJS.. ;^l&)fir:?XtJDX., iT®?Xf;i.7ttffib;t. ^«lStl@l]:fe}&7X7;5fe 
»b . «7K«BlY7:? VOA^fZJSIiSStSSb*.. ^ X V) % T % 7 U 0 Ul V 50 
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8S S t ifi I) . 1 [6 (8. 4 y X h ^ V 7 1. Z 'J 2 H) H^ZHl 4 (4 p< h =t= V 7 

T z )i)\:"xyyy 370 me t » fe us a v u t # ^ . 

[ 0 0 6 73 

3 

4 [4 (2 y ?i f 7 ^ J JL h ^ y )7 n z II ]^ 'K y y y 1 t i\^y^:ymt rfh 0. ez 9 

.86 9(t)DMF 15 ml^jglC. 0. 34 9. HOBt 0. 24 9JSC/fe (3. 4 V )>. V ^ V 7 i. Z 

h^t'iyy 2 -bhu^y^ o.4i etinit. taT65itS>&iEr ttfe. SicwsciaKii o. 3 

4 9, HOBt 0.24 9/j5ft-UXf;U75>0.50mltjn?C-SST8.5^^ bfe.,&B 10 

7%V'7 u-t^ik^. »f ty'JS^r^i.s^A^nYhr^y^-CK 

Kxf;i/)?iii^*s. #^ll*.^b^«Jt-7at?i^ io6m9icj:';ajgu, sss^cx^'/- 
) u 7 , 1 [6 (3. 4 y >^ V ^ V 7 z ^^x: y y i :& tk z 4 [4 (z =y y f 7 

5 y X h 1= V )7 1 Z ^ V> -V 1 0 253 m9 1 3^ ft 6 1. b T # . 

1 > =y -/u 4 > -< ;n:- y 5^ > 4. 50 9 q t y ^/^ > 50 m 1 ^ -hx c . \l v v )i7 

5 >J£B$iS 8.00 9tfl]^. )S)§;aS80t;-?litS U ;t . S S t "? JP <S . lM7X»<b 

:^h'jOA7X$§)etiD^, 0 uu1^^^ u-^iA^i, n.. *«?StlgSi:feii5X-?3fe^u. ir?k 

aB$Y7*5/'5Z.-?tt»«> ^«tiitbfe. n "iy ^ V7'UX: 111-- =r ^-tft^bl 20 
S 1 'n; > =r ;U C U =/ > 4 y( II 7 I Z i?- h > =t= 5/ Z>, 3. 50 9 t > THF 50 m I IC ^ 

. *$§SS60"C-?. lK%\t7 ll^Zl W) f 1 U 6. 50 9t # ^ ICiO ^ o) t t 3 

0^ IS. »}§mS80t:-?30*iDl9t U n., %)%T . 10ml^C#SR7Ka«/h 
'J':7Zxtm»Jioitfe. ^S!K)t Jib. )fiC?Xta]:t. iT®xf;u-?}4aibfe. 
t S3S]:g:l&?X-?)5fc3» b , IjXJSBSY !7-? 5/ ':7/x-?^!lti^. ^igtS^bfe. ^ t V y :5 
'rili}yL'?0Y\~7y7'(-i'PD0t^llU / 5'/-;u)-?SSbT#^4 (a 7^/ 
^ > V ^1/ ) 1 ^ > =/ fl. f y V > 1. 03 9 . 6 (3. 4 »y K + 5/ 7 X Z Jl' )C y V > 2 * 

> K 1 . 00 9 1 ffi I) , S 3i W 2 |a| « <?) :5 )i IC J; . N [ ( 1 '\ y y II f w y y 4 
)(7 X Z ;U )p< f ;U ] 6 (3. 4 i/- ^ h + 5/ 7 I Z y V > e 3C + ^ F 620 mg 

tueisssvuTSfe. 30 

C 0 0 6 8 ] 

5 

6 (3. 4 / h t 7 X Z -lU ) C 'J 7" 7 2 ^? ;U 3C7 H 1.20 9. 7 x Z ;K C ^ 7* 7 4 
^ )i)Xf )l7^y 850 iii9<?)DMF 20 wlSJBlC. W8CJa«J£ 960 ni9. HOBt 800in9^2# h U 
Xf;U7$7 0. 72 nilt42a"?iD%;fe. 2^^ 7XtiD^. fff^Xf^l-JiftiUbfe 

. t^StJX. ^ft:^ J&jXT^JftJf b . li7X®B? Y 7 * 7 -5 /v-?f£Jt b fe. S^tlBS^S. 
?l t7y;57"il'^=7A7aYh777^-(!7D0av;i/A ><^'/'-fl/)7iBi»b. 5lC 
»l$Xf ^» mi«Stffli . 6 (3.4 7-^ I- 7 7 X Z N [7 X Z ;KC U 7*7 4 'f 

ii)x f 11]^ uyy 2 ^^lactt-^F i.25 9tiieiS4S^b7»^. 

glt^5!l6 ^0 

6 (8. 4 7'P< I- + 7 7 X Z )e 7* 7 2 t fimym 500 iii9<?)THF 5 ml^)gcm<b^ + 
D-V H 0. 34inlJJZ#M«l0DMFtiQ^. ^S-?1ft^ b;fe. Sli&)Sti)$SiltSSb. 
n t 7 -12 h Z h y ^ 10 ml S )S b . 2. 2 7* 7 X Z -/U 7 y 7 7 440 m9 , h 'J 1. f II 7 
$ 7 0.80 nilJJ&f4 (7*/ f 7 $ y )C y 7*7 24 Iii9tin^ . t^-?16ft^ b , ^ 
Kb. x9/-fl.-?^#b-7. lieaiS(199m9)t#*.. C<4) ^b ^ ?» C IMJSIS 7X 
SMtiD^L. 9Da7roi.Z.-?ttlilib^. *|flt23fc:fcJg?X-?;5t5lb. «7Xffii!Y7?7 

•5A-?^Jtb. ^^tssbfe. 1 7 t! h z 1- y ^I'iJ&'T' y c ;i.x 

-T;u-?m)X)5t5i b . {te (3.4 7-^ f 1 7 7 X z y 7-7 2 » ;i.7P z yi/]7 ^ / xt- 

7xZ;i')KlS 119 ni9t lejaS V b T^lfe. 

[ 0 0 6 9 ] 5f 
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6 (3.4 h + =y 7 X Z ;U ) M t (2 > =y + -V 7 x Z )( e V > 4 4 )l)Xf 
'J 2 ;0 ;U Tic + -i*- 5 F 5. 25 9t K 'J 7 ;U ^ 0 ilte 40 mllCJS^ ^ tt. ^ > ■? X 
f '^l > -O 4. 89 9 V lS~50t7 5B S L^. >&®)StS*IS. kKjK«:^K'J'? 

OUU-lS^hL I.^/-;i.)?«SUT. £lUlUgS(2 7-DA/-;i.)UT. 6(3.4 

I- 1= 5/ 7 I Z ;U ) N [(2 t K □ =*= -7 7 X Z ;i/ )( t y > 4 >f ;U ) ^ f ;U ] C 'J 5/* > 2 ^ 

ac+lr^F 1.028 9t He SSSV U Til 

e (3.4 K + V 7 X Z ) N [(2 t H □ + 5/ 7 x Z ^1/ )( e U =y > 4 ^ )>X f A/ ]C 
')Vy 2 :& ;U 3? + -J^- ^ P O. 25 9 1 DMF 5 ml C ^ i? r tt . ft K 3j 'J 0. 15 9l? ft T . 

3 -5 lb / f ;i/ 40 ml >; $S-?5#^>g.Ev r ttfe . SS)SC3XtiD:t. Pteif^lTliaib 

n t>'yx)y;uj7i.7DYf-777<-(riSxf;i')-?iSSu. #mi*.<be» 

t4Ml&<t3X«/PIIXf;U^5g-?S!iaui&tgU;fe<$, Siia^(x5'/-/U)U7. 6 (3.4 
5/- y h + -7 7 X z ;u ) N [(2 / h + V 7 X Z ^1. )( e 'J =y > 4 4 )l) :>< f )l ]c 'J y > 2 3? 

7IC + If 5 h" -JSKig 157 ni9t «eSS^ V b 7 
[ 0 0 7 0 ] 

N (1 'Kyy)i 4 7 X z 'X 'J =y 7 4 ;u ) e (3. 4 i- 1 5/ 7 x z -/b )f y t- 7 

2 ;5 ;i/ + -9- $ K 250 ni9<9 7"700X^7 8miS)glC. 7D0rBl1 5DDXf^l/0. 18 
mltlST^aitfe. 30^ U b . P< ^' y - A.10nl tiD^80«- Ufe 

.3M}gKtiD^X-T;i'-?^^«^. lM7Xte<t;^hy't7Z*-?Ja»tt^Ufe. ^OOTTv^l'A 

-?}isaib, *^Ji tfflSi«:J£?x-?^^u , ii7X«iBi Y r 7 -5 ^«tssu 

»)£.iJ5:!Kl(150 ni9)-g ^ 5' y - ;HC^il U . 7Y4/te 40 ni9tiO%^«tS* #"4 
llfeiai^^tJChZK'JA. x9/-;U*^mi^^bT, 6(3.4 7'>;h + 7 7xZ;U) 
N (4 7 J. ZJIC 'J yy 4 ^ /I' )C U 7" 7 2 J ^ 7lC tif $ K Q - 7 Y K IS 1. S^Xft^Kl 
58 ni9t SejaSttil#>: t 7#*.. 30 

s a fiij 1 0 

6 (3.4 7* ^ h + 7 7 x Z ) N (4 7 i. Z H ^ \ 'J V y 4 ^ ) C U 7" 7 2 ;0 7K + 
■Jf $ K 500 ni9 <?) y ^' ; - 10 miSiS IC, 35X3^ ;U Y 'J >7XS5il 0.5 ml > 11^ 0. 5 mlij 

l~ + 7 7X !^ ^b -5 ?S :f 1- U /a 1 00 n)9 1 in it . 305- I )L . 1 M7X ffif <t ;^ K 'J A ?X S 

)Stio%. fFKx f ^p-Jttiiii b fc. t i8ft:^m7X-?a^ b , m-Af&tSLY 7 1 y L 

»«tii*b*:. « t7U3?irfl.*7A!7nYK777<-(700S;i./* 
7 > C Z 77X)-?aS b 7^*.i5)(:Kl(440 m9)t ^ ^' / - ;HC^iS b > 7 Y 
^ 120ni9tjD^, SStS^bfe. 7H2l~Zf-'Jyi/ x5'/--'U»'^^iK^bT - 6(3. 4 

7" ;>< h- + 7 7 X Z ;U ) N ( 1 Xf)l 4 7 x Z -/m- 'J 7* 7 4 ) C 'J 7* 7 2 3> ^l. <1C + 40 
■9-$t-" - 7 Y 870 in9t « e iiSSi ^ b 7 ^ . 

[ 0 0 7 1 ] 
SiteiJ 1 1 

N t2 ( h ij .X f ;i. 7 u )x h =^ 7 s TIC z ;H 1 ^yyn 4 x f 4 c\'J yii7 

§7 1.85 90 1.4 V:?rt-9-7 15inl»)RlC^ 1M7y<bTl-7rf4.7>€Z'? L/nFM 

m 5. 0 ml t ai % , )fi3#Sli70t:?13#^ bfe. SEClM7ylbxf-=7rf;b77tZ 
•?ZA/THF^)e 2.0 mltiD^. * S 70'C "? 1 B S b*.. >&B)g(<)SSt®*b7 
ICfff^Xf^PtiDX. 1M®K7XS)g-?tt{iib^.7Xltfte7K«/hy'5 

/*7'p?Dbfeft, 7aD3v;u/*7aaib;fe. *»^ti7XK^/h'yt7A-?fE^ib. 

tSSb7. fflg<!)1 'X7 7*J1/ 4 ^f^C^y7*7 4 ^;i.757t#*.. U<9^b^a5t 50 



BNSOOCID: <JP___a004a03871A_l.> 



(81) JP 2004 203871 A 2004.7.22 

fflu. DkT . si&ffJicie«;<?)7$hMtJRJ5^i3«cUT« N (1 \yy)i 4 Mf)i 4 

e ^ 'J =/ ;i/ ) 6 (3. 4 =y y K + V 7 i Z ) f U y > 2 3> a? + $ K - 2/ a 0 K 450 
SJiffl 1 2 

1 ^i/y^fl/ N('^>v;u:?r + v*^i'/irz;i') 4 i=E > 4 -i';i/j;i'7icz;i/^f;i' 

)C ^ y 5^ > 4 'f ;U 7 5 > 800 ni9(i) X ■? y - 20 ml $§)g C , lOX A 7 =/ '5 A k * 80 in9 
JiU=¥m7y'tzOL 300in9tiD^. S 70t: "? 17# ^ Ufe. SEv)S»^^ii 

f ;i.)e^ 'J y> 4 ^ )i7^y 549 in9t/^ae-*tt!t»v bT#fe. jxt <t f 0 a 7 ^i. 

§Zt?/. 400 m9^THF 10 m I iS ^ © iO S )1 T C . tl fe ^t » (9 THF 5 ml^gittS 
Tbx ^<<)t*30«-^iDm3iau*.. J^EMt^Xy^b. 56K;^hUO/^107K?o!tet&i6&)fi 

1 > ;U 4 [2 ( f 'J > 4 >f )l ) X f ;H e ^ y -y > 4 7 5 > 427 net 2? ft 

6 (3.4 5/"^ h 1= 5/ 7 1 Z ;b )t: y =y > 2 :6 y&. 360 II190THF 5 tnlS^C . m.itt 
^■f'JIi 0.25 mlSC*tt«l©DMFtiDX, tS7l5«-gl tfe-S^tSSUT^m 
tlfe?* tTHF 10 (nllC5§® b . C tl 1 > 4 [2 ( t 7K 'J > 4 ^ )l) 1. 

f )\,]^ \ yy 4 -f;i/7$>JS.6'hyxf/U7$> o. 50mitin;l> is-?i4^^ 

0Yh7^7^-(9n07K;bZ* ^-?y-;i.)-?«iib, ae3i^SS£l(415ni9)t*lfe 
.e<()<t-&!K»t/5';-^HCSfilb> 7Y;1'BS 176ni9tiD^,T7Y;i.KlIVb;t1S- >( 

y 7-0 A / - ^i'^ 1^ sisss u T ^ NCI ^ >=/;i. 4 {C2 ( c 3^ 'J > 4 ^ ;u ) xf ;^]e 
^ 'J > 4 ^ } 6 (3. 4 >^ .X r- =^ v 7 I z )e w > 2 3? + 1 § h" - 7 t 

ig -jXfctt 364 m9tliejaa>: U T#^. 
[ 0 0 7 2 ] 
S & '1^ 1 3 

1 ^yy^ 4 {[6 (3. 4 =y ^ h + 5/ 7 X z u v> 2 ;& ;u7ic z ;U7 $ y }c ^ u =r 

> 4 J ;U/1C> ® / ^ 1. 70 9<i)THF 30 inl^jgC 7X^ ^bTTv -5 « / h D 500 tn9t iQ ^ 

^. »5§^)i70t:-?^ 5"/-;!/ 5inlt5iTt 80«- t^. JXtiOt 

, ptex f ;i.?«iai b ^. t!Si]:ft}S?x-?;*5f b - kbi y r 1= -7 -t? a ic j; v 
,)i«tgtbt.?* V u T )i -i] =7 u 0 u ^ \~ 7 ^ 7 4 - io uut^ li' u 
;i-)?lSb . Er:«6Si>('f y 7-D c ^i.x- t;i. n^xf ;u)b h (1 '^yyh, 4 t 
K □ + V >x f Ji' c ^ 'J V > 4 )i/ ) 6 (8. 4 V X h + v 7 X z )u ) f y =/ > 2 J a? + -y- 
5 h" 720 mgtienaav b tS*.. 

1^ a ffl 1 4 

6 (3. 4 7- ^ K + =y 7 X Z fl/ ) N (4 7 x Z -IP C ^ 'J ?/• 7 4 /( )l. )e U '/ 7 2 2? ;U 3? + 
t$ F 0. 18 9t DMF 8.5 ml f , U^XLV^ U 140 m9<9S&T > (2 7 □ □ ^ f ^1^ ) 

7xz;i. 70ra9-i;«5gCT20it^J^Brtt;fe. ^^CJ;')t^5i5StbY#;feffi455r!tatTH 
F 10 mlf , lM?XK<t / h y -5 Z*7X^)S 3 ml V t S~50°C 16. Set^^Sf 
1 1MSI$7X»)S-?'f ttC b . ^KjXt :^ I- U 0/A7XSjfi-?PHt^8>; b > tFi$Xf;i' 

Tttiiibfe. *isit jx/j&fBSfc^i^jx-f ;5fe>i b . mii^^WiY 7 1 VI L-t^n.i&. 
ts*bfe. t7'JS7";^2?^A70Y^7'^7^-(^1=-9•7 pexfyu)-?«S 

b. £CllSSS(Xi'/-;U 7'Xf;i^X-T;i.)bT, 6(3.4 7'^f- + 7 7xZ4.)Ntl 
(2 1:K0 + 7'\>7';I.)4 7xZ4/ 4f^y7'A.]e'J7'7 2 »;i'ac=t=-!;>-$h" -7Xft 

85 n>9tiejaaVb7*lfe. 
[ 0 0 7 3 ] 

liit^J 1 5 

6 (3.4 ■T'.*^ I- =*= 7 7 X Z fl' )C y 7" 7 2 ;U 7 ffi 500 m9 (Z) THF 1 0 m I $S C < CD! 3 
73 ni9t iDJE. . S S 60t: "? 1"% ^ bfe. SiSJfiCO ^7 7';H:F0=^=7;i.7$7Jg 
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mi& 367 m9j^5f K U X f /I. 7 5 > 0. 32 nltiDt. aJ^aSeOt 7 3^ l§ 1)1. RB 

mmjLffi)-fn^L. w.cmmiLf )i =/'fy7-nt:Mux-T;i.»^ssssL7. n 

5/" A. ^ + V 6 (3. 4 i/"p< h + 5/ 7 X Z U ^/•> 2 3? yi. 3C =*= t*" 5 K 566 ni9 1 « 6 iiS S 

S ^ 1 6 

N 'X > =/ ?ri= -7 6 (3. 4 K + 7 7 X Z ;U ) e y =/ 7 2 ^; ;U /tc 1= 1^ $ K 400 ro9 <?) 
'<>i?7 lOml^jgC. 10XA yy^L^fi 50 nSilJ/f 7 70\ + t27 5niltiD%. 5*5§ 

ss80t:-?4it^ ufe.^)t?»t * u . s« t ii * u 7# 14 ti;fe^ tx9y-;i. 10 

10 mllC^S b . 10% A 7 7"t7 40 B9}kZ/^tk7 > iZO U 150 ra9t iOl . iA'My^ 

g70t:-f2i*^ U*^. ^^«5t * U . U 7im tl*.^ CKKXfA.t 

in^t. . miK^it :>■ h 'J ujKmm-^i&i&b k,. jKMt imj^^jk^ss^ph 4cia!i u . 7 □ 
□ s ;u b . t ffifc:^ J^7X?)*^ b . »7X®if 7 7" 7 /a-??^;^ b , m 
iitssbfe. iimife?* t7t2Kzh';;ut^mis£^bT. a (3. 4 7*^1- + 7 7x 
z ) K t K □ + 7 f y 7" > 2 * ;u 1 1?- $ K l os in9 1 « ^ « e « s >: b 7 » . 

[ 0 0 7 4 ] 

g it eij 1 7 

6 (3.4 7'><h=^=7 7iZ;i/) M[7xZ;KCU7*7 4 >f^);<f;HCy7'7 2 
7l? + -9-§h* 1. 00 9<?)7'7nn-><^'>10nilS)Sn:< jX/pTib 7Dn;©^Ss 1^400 mgtin 20 
XJX/fTSO*' bfe. RIC. m 7 □ □2i^]ilSte400 ni9t JD^C, 30:8- b . 5 C . 
m 7Da3i^tSK400 ni9taiit;felS> S>at-fft^b30:9' bfe. >5l&)Sn:7XtiD;t 
, 7 0 0 3^;i.^.7^fflai b . *^St?X< BB Id ^ K D /^7XS)S> !B :t )S 7X 3fe 

jfbfe. *^Ji t lijxaiE Y 7 ? 7 -5 t b ^ t 7 ij J 7-;i. 7 

i.70YK777<-(C7oa7x;UiU ^5'y-;u)-?i^Sb.)?!ii-?> 7ct-zf-'j;i/ p 

teXfJl/^miSSabT^ 8 (8. 4 7'^h + 7 7xZ;i/)N[7xZ;Ke'J7'7 4 -f^U) 
>!f;HfU7*> 2 :&;i,3f+-9-$K 1.25 9tHeSfiSVbT#fe. 
S & #J 1 8 

{N [8 (3. 4 7" t- 1= 7 7 X Z ;U 'J 7* > 2 13 liTKZlll N (1. 2. 3. 4 x h 7 t h" □ ;^ 
7-5'U7 1 'fn/)7$/}iftep<fA' 620 n)9<9^5'y'-;i/ lOml^^lC, 1M7XlS^t:^h 30 
D'5/*7X5S)S 3 ml>^i6fTHF 10 mltiD^ - Sa-?168t^ b;fe. Sl&)SciM ISKjXM 
m Smltfllt - ^^tigSb^, t^XT'jJE^b, #Hft;fefflSS^tx5'/-;u»^ 
fti^at^iU. (N [6 (3.4 7-^ K + 7 7 X Z ;U )C y 7-> 2 ;& 3C z ] N (1.2.3.4 x 

\'^x,^uf7>}\/y 1 'f;i')7^ / 472 mat leaa V b ts^. 

[ 0 0 7 5 ] 
S i£ ^5'J 1 9 

770'X7'5'/> 0. SOmlQPte 5inlS)glC2 yi-1=7Xfyi/7$7 0- 32inl/i&'7X 
7 KiV ^ V V L 1.20 9tiDit. ^'S-JSO^-^ b fe. SiSJgC 

h;ux>tJox,. ^«tssb, iciM7Xi$<t/ h 'J t7/.7XS)Stfli% . iite 

X f ^l.-f ttili b ^ . *^St JSft:fell7X73fe^ b . «7X«K Y 7" 7 -t? b ;t . ^ 40 

«tStb7imtL;fefflS<t)N (2 pi V ^ V 1.^ Ar)V •? U '^yf )[> 7 ^ y Y . 6 (3. 4 7* 
>: h + 7 7 X Z )!:• 'J 7*7 2 » 3C> K 400 ni9t ffl I) < S J£ <5'J 5 ^ Ic] « © :5 ft IC J; 
. N 7 7 □ 7 f ;U 6 (3. 4 7" .X h 7 7 X Z ) N (2 h + 7 X f )tr y 7* > 2 t 
;U3C=t=1^-5K 215 in9t»eatt5»Vb7ilfe. 
SSI^J 2 0 

2 7 □ □ 6 (4 t 7* h + 7 :& ;i/ /IC Z ;i e 7 7* 7 1 ^ ;i )C 7 7* 7 0. 71 9t 4MJ§li i? 
fi[Xf^U$§)Sl5mlf. ^ST7^^ b;fe. ^StSSb. 2 7D0 6 (e^77*7 1 
>f;U)t:-^7-7J^iSjS<9fflS0;«!;t4l^. 4l>>tl^ifiafiSi^V6(3. 4 7*P<H=7 7xZ 
)C y 7*7 2 2? ;i/ac 7 110.62 9t Sft«l5 V |b| « O ^ ft C J; 'j . 2 7 0 0 6 (4 [6 (3. 
4 7" >X h 1= 7 7 X Z ;U ) f y 7* 7 2 * il' 3? Z ^1/ ] C ^ 7 7" 7 1 ) C 7 7" 7 594 in9 1 2S 50 
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[ 0 0 7 6 ] 

^&&\Z 1 

1 [6 (3. 4 5/"^ K t 5/ 7 X Z )f U > 2 t ll:^Zll] 4 ( e U > 4 ^ 'Ky 
y y ZbZ m90) V >p n n ;>< ^ y }0 m\^mc . m 7DOi@^llllKl95fn9tlOX,5t:"?1^IS 

? s a a ( X 9 / - if K X f ) u -7 . 1 [6(3.4 ^ H + V 7 I z ) n- 'J =y > z 

* Z ] 4 (1 <f t ->/ K f y V > 4 ;i/ )f ^ 7 1.5?Xfcttl 294 ms t )S5 H fe fS a 10 
V U T 
Sitffl 2 2 

1 [6 (3. 4 =y y h 1= y 7 X z ;u )f 'J =y > 2 ;d ;u tic z -iH 4 (4 z h □ 7 x z ;u )t:- ^ ^ 

=r> 2.5 S(()JL9 / - )110 m\IkZjfJKZb mlil^S)Sn:igjb7>€Z0^ 0. 15 9^Sx^ 

3. 1 9t ai^L , z^^aiiffiiSJt 0 JSBjgt c 7 -< I- 1 ffl 11 T JStMssiffit 

JitBaft:felI?X?;5fe>fL, 3i7Xi5i?^K'JOA?$ZJ*tS. S«tig*b;fe. t=y'J:!7 
y;i.2)7A70Yh7=77 <-(?□□ /X;!/ A ^5'/-;u)-?ffisu, !5p7-t2hZl~'; 

iTKx f <fc 'J IS s <b r tt . 1 [e (3.4 >/• p< h t -7 7 x z ;u )t:' u > 2 ^7 /u 3c z ;H 
4(4 7^y7xz;u)c^7 5/'>2. i9tg5tteiisavu-7#^. 20 

[ 0 0 7 7 ] 

g it 2 3 

6 7" 0 t 2. 3 -/ C: K O 1. 4 ^ > 5/" ^ + V > 500 in9<t)THF 10 ml^JfilC 78t: "? 1. 6 M 

n yf II <j fy L/n ^^v-ymm^.l5 78t:-?i#^ b;fefs, avOK 

h- ij>:f;i.0.78 ni|-fJD?[.ft^cSSCSSU5»f'4 15^S Ufe. ^l&)g<t)^Sti§ 
SL - t-7'>:h + 5/X^'>10iiillCSIPU.x5'y--/l' 2niLN('f7r> 1 -f^l') 
e 7* 0 t e y 5/" > 2 ^7 3C + ■!*■ 5 K 500 n9 . i? K 7 -5 A ( 1 1 ) 30 tn9 . h 'J 7 3l Z II 
7X77'(> 150ni9ilZ/^K/h'J'7Z^ 385 ni9<i)?X2inlS)gtfl]^>5^^a)^aJi5SUfe 
. :i^S%it $S«t U 7im (CfifSSxf ;u taiX. - lgftll7X> 18ft 

1^^7X?J5fe»8i. ^JgtSt U fe. ^ t =7 y * * 7/^ 9 □ Y K 777 < -(^ + ■5^ 80 

y simnf ii)-i-n^b . EicK^xf/u !/''fy7'Di:-iux-T;i'i^'i««sSbT> e ( 

2. 3 i: K □ 1 . 4 'X > 5/" + 5/ > 6 ^1. ) N (>(>■?• > 1 ;U ) e U =/ > 2 :& ^l^ 7ir + 

K 320 Iii9t IfeJSS V L TS^. 
SitCJ 2 4 

e (4 t h- □ + -7 8 ^ h 5/ 7 I Z ) N ^ 7 7 > 1 ^ II ^ >J y 2 3? TT + 1^ § K 
320 in9 0DMF 5 mlSiSlC, 7X T . (2 7 □ □ X f ^l' )7* ^ f ;U 7 $ > K ^ 200 m9/iZ# 
60X?XHb/ h U 0 A 91 in9tiD%. 5* )§« S 80t 1 . 58 S bfe. ^«tBSb . % 

ic2XtiD%. tPKxf ;u-?ttai b fe. t Sft^n^x^a^ b . s^XKsi 

Y7w:7 0A?$Z«ll$. S^tfStbfe. ^ t7'J:!7^r;U*7A7aYI-777^-( 

9 DQ7s<)i 9 auTiiii L 9 y - ;u)-?«s b . ice iii9t c <<) 40 

<b^l»tx5'y-iU 2niilC»Wb, 7Y;bffi 28ni9tinJt77Y;Hftffi>:b*.«fc. X9 
y-^b SFKxf^l't^'iSSS^b-?, 6 [4 (2 y X f 117 ^ / JL \- 1/ ) 3 .Xf- + 5/7x 

z N > r > 1 -< ;n:- y -7" 7 2 3? tic t -s^ § h - 7 y aeis 104 mg t « e a v 

b T^fe. 
[ 0 0 7 8 ] 

SiiW 2 5 

6(4 H h" □ + 7 3 ^ h + 7 7 x Z -lU ) N 7 7 7 1 >f ^Hl' U 7* > 2 ^7 /I' 7K + $ K 
310ni9<i)2 y 9 J y lOml^iSC. 3 7Da<Xf;H^';;/'7SKia 170 mgSZ*)^!! 
-5/^ 276 mgtao^ . )fiJ§afieot?13(itBl b . S!lC»5§Sg80t;?ia ^ b;fe. 
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5/ 4 ce u 5/* > 3 >f ;u h =<= V )7 X = =y > 2 t> ;ua? + § k no met « e s 

S iH^J 2 6 

6(3 Ch-DtV 4 ><h+5/7xZ;U)N('f>r> 1 ^;i.)C';-7*> 2 + 
K 360 m90THF 10 Bil^6fDMF 10 in I ^ 5fi IC 7 0 =E 1$ X f 120 ni9/^ C# «B$ * 'J -t? 6 
90in9tlnil.. 50t75i^lS b^. ®«tSt4^- A t JD if X f 7 Jffi HI b t . # 

fiSS)it»<9X-5'y-;H0 ml^}fiClM7XK<b;^ K 'J ""J Likmm 7 ml t ai^tSS-? 2 "fl-g. 

jfijx^^^b. mjK&^Y 7 1 y 0 L-f^mi&. »«tig*bfe. ?s tPiSxf^i. -t- 
xf;^x-T;^»^s^£Sb7. {5[6('<>r> i Y;i.*;i.At'(;u)cy=/> 2 ^ 

] Z >:h+V7x/t5/}Bf^ 245in9t»,feSa'i;bTS;fe. 
[ 0 0 7 9 ] 

"^6(3 t:h"ai=5/ 4^htv7x-/u)N('f>r> 1 ^ iD^c uvy 2 :&J1.3C + -!^$ 

F 360 m9<i)THF 10(nlS6'DMF 10 ml S C IS <b 2 ^ X f )l 7 ^ / Xf iUmBS* 144 inSS 

» y 690 in9t iO^ > 50t:-?5i%S b ;fe . 5S « t S * IS - 7X t ^ If SS X f 20 
A^-?}*aJbfe. *<f ii t^X/J&fSSftt^J^JX-JJJfe^ b . l7XffiteY7-^ -70A-?$2»iS._» 

«ts*b;t.yi t-7xf;i'X-TynM^s<brtt;feS^.x^'y--'w v-xf^ux-T- 

Jl,»»iS»ab7. e t3 (2 -Vp<h=1=5/75/X}-=^=5/) 4 ^l-^=5/7xZ;i/] N (>r> 

r> 1 ^;i/)e'jv> 2 rD/uac + i^^F iioni9tSRessa>ibTii^. 

gaffll 2 8 

6(3 7$ / 4^ht5/7xZ;i.)N>f>y> 1 >fJH?y5/'>2:<?^Ua?tt^F 1.0 

0 9<?)e 'J 15 roi»)fiic. )X/$T, Jft^b7 t2 f ;i q.zz a\o)ikit x f \y y b n\mmt 
fli^fe. S>U-?i.5i^^ i$>^«tS*b.« cjXtiD^SFiSxf iU-?ttaib;fe. 
*ilSt?X. |gft«:m7X-?3fe^ b . Sft^XaaSYr * 5/'5^-?fZJtiS. ^«tig$b;fe. ^ 
tX9/-A.»miJSSbT.6(87t2f;i'7$ / 4^F=t=V7xZ-fl.)K'f>r> 80 

1 c u > 2 3> a? =1= 1 5 F 829 ni9t n fe a a v b 7 s ^ . 

[ 0 0 8 0 ] 

e (3 X f Ji/ 4 c z 7 x z ;p ) N ^ > r > 1 ^ ii^*jyy z 10 Ji^^v-^i' 205 m 

9(01.9 / -)l 5 nilS)filC> 10%A7 5/"t7Z.«t 30 ni9tiD^> ^ E O) 5X ^ P @ S T^, S 
^?17t^ bfe. ^S?»t S b . b # ^ ftfe^ t 5/ y 7^ 7 

□ Yh7-77^-(M=1^> ifiSXf ;U)-?aS b 7. 6 (8.4 VXf ^U7 x Zil.) N > 

y > 1 ^ 'j-yy 2 A ^i^a?^-?- 5 F 186 tn9t ift e5Eb«:t» b 7 »fe . 
saffl 3 0 

6(37$; 4 ^FtV7xZ-'l')N 1 ^ II O y y 2 ;0^l.7l? + -!^5F 0. 7 40 

5 9<?)X ^ / - ^b 10 mlSJfilC. 1H ^ F 'J 7 1 ^9 J - H 312 iii9t iDi. 1 

ST 191% IS bfe.t^aibfe»eBftt 5(b,THF5nllCl/^rt:.7Xt<b7Kt7$^ 
FU-^Z. 74 m9tJB5Lfe. SST1.5i^^>Sb < !gft^gJ7X«;^F'J'5/*?X^)S 

tinit. 7 □ □av^i./.T^ttai b fe. nmM-^A. laio^im^x-?^^ b . 3i7Xttte77*-7 
t7/*n: j; 'J »«t®*bfe. ^ t5"J»^r;^»5/.7□YF7■77^-(^t 

KgfXfin-^SSb, S^ftfeib-e?9tx9y-;H'?Va'5illg^bT>N'f> 

r> 1 -fji. 6(4yF + i/ z 117 ^ / 7 I. z )i)t"jyy itii-^^v^\: 

i-^Km -7Xftfa 30in9t«feiaa>;b7^fe. 
[ 0 0 8 1 ] 

SJ£« 3 1 ^ 
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e(4^ht=y 3zi-n'7iz-'i/)N y( y i >f;i.cii->*> 2 s^i/icf^-^K 0.3 

7 90THF 5 Vi\fkZ/ >i ^ J ~ )l 5 ml^ifiC 10)6 A =7i/'0^AS^ 0.40 9tai:t - 7K^ga 
a ^ -? L ;t . 65 ml <?) ?K ?g ;^ 1 1^ > 37%7K ;i/ A 7 t" H K 7K $S )S \ .IQ \n\ jklf mm. 3 m 
itiDt. ;XililftTSSiC7 J5.S)gt-t2=7^K zib. iaiCflSiS:iKt;'- 

K 'J 0 ZA?KS)StiOX.KfitXf L fe. !8 ft Jfi7K "? Sfe ^ t . S 7K « 

^ - $@«ts^b-7»^ftfe?« tm-T-'f y7-ac;i.i-x^-?55fe3fUT. e (4 xh=t= 

V 3 5/>:fyi.7$/7xZ;i')N >( y Y y 1 -<;H:-'J=/> 2S;U/lC+if5K 

-jKSlttI 101 in9t M?ieJSa U Til*.. 
S iHJiJ 3 2 10 

) [6 (3. 4 5/"^ K =lr -y 7 1 Z )e y i/" > 2 ^ Z C 7 V > - IkfiEiS 327 (n9 
OX 9 y - ;U e ml^JglC. K UXf ^UJ O. 28 inljJZ/2.4 -T"? onu- U 148 
n9Ta)t. 54l)§^S®90t;-?2^^ U . « t a * 1^ - ?K t JQ ^ 7 O □ 7K /U -? Jffi Hi 

'J7)ril7}yL7DYh7=77A-('\^1ty tPKxf^l')?«SU. ECJ-tZKZh'J 
II V-fyT-OC^UX-Tfl/tmiUaSUT. 2 7.D0 4 (4 te (3. 4 V.Xht5/7xZ 

;u)cu7*> 2 »;i//icz;i']C'\=75/*> i '(';u}cy$v> -7Kfti» 7o in9t tseiisa v 

t 7 if . 
[ 0 0 8 2 ] 

S a ffj 3 3 20 

4 {4 [6 (3. 4 Y X h ^ =y 7 I. z 11)^ 'J y y 2 J ;u7ic z ;i ]e ^ 7 V > i }S t § 

^ 171 m9<i)THF 5 tnl^jfiCCDI 63 n9t iD , 60t:7 I ^ . 7 ^ ICCDl 52 ra9t 20 IC 

It 7 ait. •eB+24fl*seot:7 t*. sie)fit«a*7/t*P«. 7>fz7 7X 0.25 

. 6fit^1$a7 L. EC7>€Z7?K 0.5niltJDt. 1^7 ffili 
Ufeffl«S^t THF}!^ miiSISS07.4{4[6(3. 4 7'p<f- + V7iZ 

)C 'J S/* 7 2 :0 3C Z Jl- ]f 7 7* > 1 ^' Jl. I'X 7 r $ h" 68 iii9t ». fe SSS V 0 7 . 
S ft ^5'J 3 4 

4 (4 {4 [6 (3. 4 7".X h + 7 7 I Z ;U )f y 7*7 2 * )U 3C z ;U ] f ^ 7" 7 1 -f ;U } 7 
1. Z UK] l\, A t ^ II )t '\ 'J y y 1 » ac 7 BS 7 T* ;U 169 m9Q X 5' / - 8 mi the 

8 mKDjgftSiSlCJ ;nr7»HaT> 10SS A 7 7"5 S « 18 notiDt*.. «S7X1R5H 80 
S[T.28»glta7 ($.-t27-fKtfflll7 JiU, }gtMBE5gSIU;fe.fi t7'J 
a?!r;i/»7i,!7nYt-7"77^-(7Dn7K;UZx / 77tZ7 7X)7ai^U, 7 

^hZh 'J II t)^^i&& it l-i. 4' (4 [6 (3.4 7- / h 1= 7 7 X Z /I' ) f 7- 7 2 K) Z 
;i/ ] e ^ 7 7" 7 1 -f } f ^ 7" 7 4 » + 7 7 Z F 70 in9 1 ?i e « a V L 7 *l . 

[ 0 0 8 3 ] 
^liffl 3 5 

1 ('K 7 y 7 7 7 5 ^ ) 4 (t 7' 1- + 7 :0 ;pac z )e ^ 7 7" > 1. 20- 9(9 7 0 □ 7X ^1/ A 

5 iiilS)glC0t7K V 7 lit aSfl&b tn\tXiX. ^SlCSSUfeiSmB Ik.. 1 M7X 
ffi^b;^K'J0Z.?X^)S7^fcUfe1S. 70n/Kil'A7}4aibfe. *&^lt!Sa:tm7X7)7fe 
^U*. 3i?X«SB$ Y 7" 7 -5 /.7$2:lt<^ . ^ « t S ^ U 7 ilH ft 1 ('^7^7 7 7 5 ^ 40 
;i)i:- 7 7*7 910 in9<?) 7 1?. 500 ni9t m 11 . >JkT Sftffl 5>:|51«ICU7, 1 i*^ y V 7 y 
y 5 ^ ;n 4 [6 (3.4 7*^ I- 1= 7 7 X Z 4/)^ 'J 7*7 2 :(? Z C ^ 7 7" 7 420 ni9 1 

S ft ffl 3 6 

1 (4 7 § / 7 X Z ) 4 te (3. 4 7" ^ 1- 7 7 X Z ^ ) C U 7* 7 2 3? ^1. 3? Z ;U C 7 

7* 7 355 ni9<9DMF 3 ml^iifilC. 170a2(2 7Dnxf-t 7 )X 5' 7 130 ni9, 3 "7 ^b 
/ I- y 0 A 77 ni9&C/ ID 'J L 249 m9t iD^L . lOOt^-afe U . SsSf 7)* SP 

-?3fe^U, i(7Xffii$;^hy'5i.7ejft«. »«tlS*U;fe. t7'J*7•;^^7Z^70 
Yh777<-(7nas;Ui. ^5'/-;i.)-?iRSU. X^Z-ZU T-Xf^UX-r^l.^'i 50 
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S <t U T . 4 (4 (4 [6 (3. 4 V ^ h ^ 7 ± Z H )^ 0 Y y 2 t II :^ Z Hlf ^ y y > 
1 ;i/ }7 X Z )t 'J > 210 ni9t SI e^SV U Tilfe. 
[ 0 0 8 41 

1 (4 7 5 y 7 X Z ;U ) 4 [8 (3. 4 V >>< h + V 7 x Z )e 'J =/ > 2 :& 3? Z JHC ^ 7 
Vy 211 mSOTHF 2.5 mlSiSC - X •? > X Z ;U 7 □ U h" 63.5 mSJkZ/h 'JJLf 117 
^y 76.8 u It iO^C. SST -B5fe U K C ^ ■? > 7 TK Z 7 □ 'J K T) mJkZ/ 
\'Ul.f)l7^y 103 Ult2l5llCS-it "7^0^. S^^Sa-? b • S IS )§ IC 7K t % 

n \v n T h ti ^ u r> ^1 V 7 ^ 7 * - io h u / ^ j - ^ 

1 s t < p K X f =/• y 7- 0 f ;u X - T » ^ s ^b u 7 < 4' (4 te (3. 4 =/ h 
t 7 X z ;u )c y =/ > 2 s ;u 3c z ;Hf ^ 7 > i >f Ji. )p< 3* > 7 7K> 7 z y h i75 

SJIffl 3 8 

[(4 {4 [6 (8. 4 h + 5/ 7 X z ;u )c 2 ;0 ;u 71C Z 3 f ^ 7 5/* > 1 ^ ^l'}^ > 

>f ;i.)7 $ y iKlSXf 283 ni9Caig»0. 8 ailt ADX,. S^T-aft b ;fe . S®5S 

t a5T5isiti^> 2 7- □ A y - =y ^ y 7- □ c ;ix- 7^;u# ^ ssit u T . [(4 (4 ce ( 
3 4 =/ y K =^= =y 7 X z )e 5/" > 2 s 3c z ;U c 7 5/* > 1 > y )7 § y 

IKBI JglSmt Kbfe. jgtMET^iBIU . ^ t\=^=1^>#meS<bUT. t(4 {4 

[6 (3. 4 vp< h + -7 7 X z )e 'J V > 2 J z ;u ] c 7 V > i >( ;u }^ > y >f ) 

7§y]K8S miDt»88 m9t ^Sme^SV U 7#fe. 
[ 0 0 8 5 3 

2.5 7* 7 0 □ f 7 7" > 1.51 9C)NMP 7.5 ml^jg C 1 (t 7" h + 7 * 3C Z ;b )f 7 =/ > 
2.00 eJ^^^^K :& y 0 /x 2. 00 9tiD^ 100t:-?m^ai*» Ufe. SS*-?/p2Pb. ?Kt 

int. aiiSxf ;u7«iai t fe. *i§lt7X^Z/fffit]*J&7K-?Sfe)»u . ss^xsibitt":? 7 

Z:.7$Z«4SS«tS*Ufe. ^ t7'J*ir;i,3>7A70YK777^-(7DD7K^I'/. 
^ ^ J - ll)li'^'U\j s 2.73 9^92 700 5 (4 t7'h+7j;i'/lCZ-'Ue^7=/> 1 'f^b 
)f 7 7*7 til fe. CtLt^UTJ-K-TSSW 3 5 >:I51«ICU 7. 2 7 0 0 5 (4 [6 (3.4 
7'/^1=7 7xZ4.)C'J7"> 2 J^U/KZiUlC^^T-^ 1 ^ ^ V y ^ ^^t^EkY 

b 7#fe. 
SJH^J 4 0 

2 7 0 0 4 (4 [6 (3. 4 7* h + 7 7 x Z ^1/ )i:- 'J 7* 7 2 * 7K Z f 7 7" 7 1 'f 
;U}C 'J §7*7 l7K*]ttl 460 019 <9 P< ^' / - 20 ml^jfiC, 10XA77"5 A ^ 5S 150 m9t 

mx . nKiK^^m^T . -M^-fi^^^ u^.^^tat su.s^tissum^i 

t7'JSt7-;i.J^ZA70Yh777^-(7DD7rv;i'Z* ^9y-il')"?«SU. S 
C7<2hZK'J;i' 7''fy7-DC4.X-T;i'»'iSSSSU7, 4 {4 [8 (3. 4 Y >i \- ^ V 7 

X z )e y 5^ > 2 i» ;b 3? z -/b ]e 7 7* > i ;u > e 'j ^ t* > as m9t s e a >; u 7 

[ 0 0 8 6 ] 
Siiffll 4 1 

4 [8 (3. 4 7- ^ h + 7 7 X Z ;U ) e y 7* 7 2 ^ /IT Z ;H 1 (4 C K O + 7 7 x Z il- ) C 
'\7 7'7 297 ni9IU. [LSlT^t + y 7 7 2 ^ 7 623 Iti9. ft^ J 'J A 147 mgtJOt. 10 
OtT^I i^S^ Ufe. tS*7/p2P«i. >&iE)fiC7Kta]tr'ilClM Si$tlDX,fe. 28 

?D«S3K« / h 'J 0 A7K»5S7f Si u . 7 a D 3v ;u^7ttas u fe. t !gft:tm7X-? 

ijt^U, liAaiS/l-yOi.-??^!^!^^ ^«tS*t;fe. ^ t7'JSr;U:07Z.7DY 
h777 ^-(70D7Kyuz. ^5'y-;u)-?8Su. fffKXf;U»'^ftSSU7, 2 (4 (4 
[6 (3. 4 7- ^ h t 7 7 X Z ;U ) C 'J 7* 7 2 3? /l^ 3? Z 3 f 7 7* 7 1 4^ ) 7 x / + 7 ) 
X^'Z-iU 41 ni9t35»eiaS>:U7#:fe. 
SlSffl 4 2 



BNSOOCiD: <J> 20042(0871 A_l_> 



(37) 



JP 2004 203871 A 2004.7. 22 



6 (4 [6 (3. 4 y H= V 7 X Z )K: y 5/* > 2 t H Z 1^ ^ y V > 1 >f 'J -V 

> 3 ^ - .fl. 213 inSODMF 5 mlJiSSlC , ^n>T . (2 'P 0 0 JL f Jl)y P< f II 7 ^ y HiS 
jl 81 meii&feoxjKlS^b;^ h 'J 0^ 48 m9tiDXfe. »)§ S ® vo'c "? mt - JK t in 

HU ^9y-.'l')-?iaSbTllfea5!i:«5(110ni9)tx9/-;HC$§SU. 5/at7e40ni9 

tin^LyaOBSJivu;^^. x9y-;u#'^»ss^b7, i [6 (3. 4 y^h + e/7iz;i. 

)t <jyy 2 * ^1/ 3C Z ./I/ ] 4 [5 (2 ^ f ;U 7 5 y X h t 5/ ) 2 C U ;/• ]C 7 5/" > 2 
-yi-t^KJg 81 nottseiSS V UT»fe. 
[ 0 0 8 7 ] 

S iS 4 3 

4 t2 (4 (4 [6 (3. 4 =y ^ K =*= 5/ 7 X Z ;i/ )C U > 2 * Jl/ Tt: z ./l. ] C 7 V > 1 ^UJ 
7xy + y)Xf^l']t'^7V> 1 t) H-^yB. t r f )l 27Otn9 0!7OOS;U/^ 3nil$S)« 

n:4M iM<b7K5|/K^x f o. 427 m t . 2B u r 7 □ □ tk 

2 ml V4M JHt7X?^/l?Kxf ;U»)S 1 nltiOiL. U . 

x'5'/-./i'tJGt. iffliKSt Ku. p<^'/'-fl/»^sasuT, i te (3. 4 'y^h + y 

7 X Z -'I' ) f =/ > 2 3) a: Z ;H 4 [ 4 (2 C ^ V > 1 X h + V ) 7 X Z ;i/ ] C ^ 
yyy 41I^J& 87Kft!t»114 ni9t)S5fteSSa V U T#fe. 
S JUjy 4 4 

( ± ) trans 1 [8 (3. 4 ^ h V 7 i Z )C U ->* > 2 3C Z ] 2. 5 Y >i f )l ^ ( 
4 Z h □7iZ/l^)C'^7=/> 1-42 9<9X5' y-;i'37 nil/JC^7K13 nilig^^)gcm<b7> 
EZO/^ 0.16 9^^x8^ 1.66 9tiDJl< 0.5i%^ai^S5fiU;fe. >5Ev)Stt!7^l-tffl 

;i.)7^iKab. ^ ti;fe^bfi?» 1 4MJg^t7Xt /pi?x f ^bSse-jSQSb 3im^. 

$bfe.^ tKi$Xf^U-?3fe^bT,(±) trans 4 (4 [6 (3. 4 5/- K =t= 5/ 7 x Z ) 

2 s /i^ac z ;H 2. 5 y>< t e ^ 7 v> 1 >f ;u}7z y > 2J&iim 2?xfttti 58 
2 ni9t $??ae«s^ V b T^i;fe.. 
sa*?j45~2 1 7 

±lesa^5!l©75)^ viBifljicb 7, «ie« 1 ~ i 7 lu/Tvtsit^9J4 5 ~ 2 1 7 (?)^b^?s/t 
r . 

[ 0 0 8 8 ] 

a S <i) 4 (4 (4 [6 (3. 4 V ^ h + =y 7 X z ;u )t:- 'J =y > 2 s ^1^ 3c z ;Htr 7 -y > 1 '( 

;i'}7 X Z^UDf ^b/X y > (<b#tlA) 5.0 9 ICS? IS Xf^b 60 ml tint. TlC3§)ta 
SWi£t-?iDiab^Pb*.. ;3e«l 0 9tao^. 5ic Jib^.?* 

tSf^Xf ;U5 ni|-?i5t3#bfe. ig t ^ b ^ /E b «S ^ t ^ » «S . b , 30t-?^m 
b> SC/pJP b Ot-?4i^^ b*.. *rilib*.MSt IR b . asit]«*bT- aSSS 
^3.97 9t8fe. 

iiiig^e (<be?»A0issiiss<?)sa) 

fflS<9-lb^?35A 2.5 9IC ;>< 9 y - -"US ml/i&f7 t2 f- >8 ml t JOX . T fC ^ $S S 
RSf f -fiDJRbSSb^. )5i:u-?, )Stt«0.5 9til]%. 5IC jibfe. t 

^ / -;i.3 ml7i5fe^b fe. )St JDlffl b WHi b . b«»fii«a^b 

TaS!lSSt'>lfl]X.;fe. T^^^-iJicJtinbGt-jil^ix bWaib;feiS^t li^b 
, ^-?y-;i.-?)5t^l$. M5$t>tbTalS^^eS^^0SSSiS^?25l.95 9tilfc. # 
^ti:fe«SS)g^135<<)1.0 9tffll). )^*) J -h^ \\^\lkJj7 KLV yl rnltai^, 45f?12^ 

la. )5cii-?20t7i2<ts> 5n:it:7i2i^^ b*..ast -^x^ . >^ i - ht^^ 
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^t^^K5 A 380. 1 0 gcx 9 y - ;u2e80 mi. Sfiki.f /I'iSQ m\t mx ^ . TCJfaig 

® <^ if $-?a]SR , JS^L, iiUfe. ^Ji^ tfifKx f ;H00 ml?;5fe3f L , 

UTenaat'>iA)%^. (ft -<? c/piP«i . 40t-?3^i^ t. -<? ot: 
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1 1 




Ex 


Syn 




Dat 


Sai 


4 


4 




NMRi: 13.41 (IH, s), 5.06 (IH, dd, J= 
9.3, 7.4Hz), 3.99 (3H, s); MP: 159- 161 




5 


5 




NMRl: 8.58 (2H, d, J=4.3 Hz), 8.11 
(IH, dd, J=7.8, l.OHz), 3.95 (3H, s) 
MP: 184-187 




6 


6 


-C(Ph)2C02H 


NMR2: 8.03(lH,t, J=7.8 Hz), 7.12 
(IH, d, J=8.4 Hz), 3.94 (3H, s). MP- 
209-212 




7 


7 




NMR2: 10.05 (IH, s), 6.44 (IH, q, J= 
9.2 Hz), 3.88 (3H, s), 3.85 (3H, s); MP: 
131-133 




8 


8 




NMR2: 6.72 (IH, d, J= 8.8 Hz), 3.88 
(3H, s). 3.84 (3H, s), 3.83 (3H, s); MP: 
172-174 


HCl 


9 


9 


Ph / — V 


NMR2: 8.20 (IH. d, J=7.8 Hz), 3.91 
(3H, s), 2.23-2.17 (2H,in); MP: 
195-203 


Fum 
1.5 H2O 


10 


10 


Ph 


NMR2: 8.19 (IH, d, J=8.3Hz), 3.92 
(3H, s), 2.43(3H,s); MP: 197-201 


Fum 


11 


11 


Me /— \ 
O-Bn 


NMR2: 7.91 (IH, d, J=7.3 Hz). 4.13 
(2H, s), 3.91 (3H, s); MP: 170172 


Ox 


12 


12 


q~'N{CH2)2 

/[jN-Bn 


NMR2: 8.04 (IH, t, J=7.8 Hz), 3.89 
(3H, s), 2.76 (2H, m); MP: 112- 116 


2 Fum 
H2O 


13 


13 


)(JN-Bn 


MMRi: ^ QQ (.^H q) 84 (2H d >!= 
5.8Hz), 3.52 (2H,s); MP: 120-122 




14 


14 


HO 


NMR2: 8.79 (IH, s). 3.90 (3H, s), 3.85 
(3H, s), 3.64 (2H, s); MP: 191-192 


H2O 


15 


15 


-OBn 


NMRi: 7.81 (IH, dd, J=7.8, 1.0 Hz), 
5.10 (2H, s), 3.94 (3H, s); MP: 111-112 




16 


16 


-OH 


NMR2: 7.99(1H, t, J=7.8Hz), 7.05 
(IH, d, J=8.3 Hz), 3.91 (3H. s); MP: 
170-173 




17 


17 




NMRi: 8.11 (IH, dd, J=7.8, 1.0 Hz), 
6.34 (IH, d, J=7.3Hz), 3.95 (3H, s) 
MP:176-179 





10 



20 



30 



40 
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45 


2 




NMRl: 7.39 (IH, d, J=7.4 Hz), 5.70 
(IH, dd, J=16.1 Hz, 7.8 Hz), 3.90 (3H, 
s); MP: 120-122 




46 


2 


N-N 
^N SBn 


NMRi: 7.52 (IH, s), 4.47 (2H, s), 3.34 
(3H, s); MP: 146-148 




47 


2 


Ph r^o 


NMR2: 8.18 (IH, d, J=7.8Hz), 3.93 
(3H, s). 3.60-3.5l(4H,m); MP: 163-166 


-um 
MeCN 


48 


2 


Ph /— \ 
/[JN-Bn 


NMRi: 7.61 (IH, dd, J=8.3, 2.0 Hz), 
3.99 (3H, s), 3.53 (2H, s); MP: 177-179 




49 


2 


Ph 
^COjMe 


F:407 




50 


18 


Ph 
^COjH 


NMR2: 8.05 (iH, t, J=7.8Hz), 570 
(IH, d, J=8.3Hz). 3.91 (3H, s); MP: 
224-226 




51 


2 




F 483 




52 


18 




NMR2: 12.93 (IH, s), 6.46(lH, d, 
J=8.8Hz), 3.88 (3H, s); MP: 208-209 




53 


5 


Ph 


F:421 






1 o 


Ph 


NMR2: 8.03 (IH, t, J=7.8 Hz). 3.93 
(3H s) 3 07 (IH dd J=16 1. 6.9 Hz); 
MP: 181-182 




<S 
J J 




Ph H 

IT iNWiej 
O 


NMR2: 5.61 (lH,d,J=7.8Hz), 3.92 (3H, 
s), 2.36 (6H,s); MP: 185-187 


1.5 Fum 


56 


5 




iNlVlivZ- o.io Vlxl,a,J— /.oriz^, o.oo voxi, 
s), 2.28 (3H,s); MP: 206-209 


2Fum 


57 


5 


^OPh 


NMR2: 8.17 (lH,d,J=7.3Hz), 4.31-4.27 
(2H,ni) 3.84 (6H. s); MP: 141- 142 


Ox 


58 


5 




NMR2: 6.46 (IH, d. J= 8.8 Hz), 3.89 
(■^TT «) ^ ("^H cj); MP; 1 H8- 1 39 




59 


5 




NMR2: 7.12 (IH, d, J= 8.3 Hz), 6.63 
(IH, d, J= 7.6 Hz), 3.94 (3H, s), 3.85 
(3H, s);MP: 125-126 




60 


5 




F: 532 
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61 


5 


P 
' SMe 


NMRi: 8. 10 (IH, d, J==7.9 Hz), 4.00 
(3H, s). 3.06 (IH, m); MP: 112-113 




62 


2 


MeO,C /-^ 


(3H, s), 3.51 (2H, s) 






1 $ 
1 O 




NMR2: 12.52 (lH,s),7.35-7.23 (5H, 
m), 3.93 (3H, s); MP: 237-240 




64 


5 


^ 0 
O N-^ / — V 

)CN-Bn 


NMRi: 4.03 (3H, s). 3.70 3.68 (4H, 
m), 2.16-2.12 (2H,m); MP: 212-214 




65 


5 


^ 0-\ /— \ 


NMR2: 7 85 (IH dd J=7 3 19 Hz) 
4.28(2H,d,J=5.4Hz), 3.91 (3H. s); 
MP:i70-173 


Ox 


66 


5 




NMRI - 7.92 VlH, d, J=2,0 Hz), 6.36 
(IH, d, J=7.3Hz), 4.13 (3H, s); 
MP: 167-169 




67 


25 




NMRi: 7.03 (IH, d, J=8.3Hz), 3.99 
(3H, s), 3.54 (2H,s); MP: 189-190 




OO 


1 u 


Ph ^ 


NMRi: 8.02 (IH, dd, J=6.8, 1.9 Hz), 
MP: 148-150 




69 


1 


Ph 


NMR2: 8.02 (IH, m), 5.20 (IH, td, J= 
8.8, 5.4 Hz), 3.93 (3H, s); MP: 169-171 


Ox 


70 


5 




NMRi: 6.98 (lH,d,J=8.8Hz), 6.40 
(lH.d,J=7.9Hz), 3.95 (3H,s,); MP: 
144-146 





30 

[ 0 0 9 1 ] 
[^4 ] 




Ex 


Syn 






Dat 


Sal 


18 


18 


6o 


-CH2CO2H 


F: 447 

MP: 187-188 




19 


19 


-(CH2)20Me 


-0 


NMRi: 7.85 (IH, t, J=7.8 
Hz), 3.94 (3H, s). 3.59 (2H, 
t, J=6.4 Hz); F: 385 
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71 


19 




-iBu 


NMR2: 3.83 (3H. s), 3.06- 
2.98 (3H,m) 0.72 (3H.d, J= 
6.8H2);MP: 187-192 


Ox 


72 


19 


N 1 




MP: 164-166 


Ox 


73 


19 


CO 




F: 531 

MP: 137-138 




74 


2 


CO 


— On2CyU2Me 


461 




75 


2 


00 




NMR2(120'C): 7.50 (lH,dd. 
J= 6.3, l.OHz), 5.40(lH,m), 
3.82 (3H, s);MP: 125-127 




76 


19 


UO 




F: 481; MP: 139- 141 




77 


19 


CjO 




F: 530; MP: 148-150 




78 


21 


6o 




F: 496; MP: 153-154 




79 


19 


6o 


ox" 


El: 5 13; MP: 133-134 




80 


19 


rVii 


r^NMe 

N 


F: 578; MP: 161-164 




0 1 


19 
18 


cxj 


N^(CH2)2C02H 


F: MP: 117-120 










SMe 


NMRi: 7.81 (IH, m), 3.95 
(3H, s), 3.68-3.83 (2H, m); 
F:431 




83 


5 






NMR2(120'C): 7.05 (IH, d, 
J= 8.0 Hz). 4.61 (IH, brs), 
3.83 (6H,s); F: 531 




84 


5 


6o 




F:529 

MP:i49-153 


Ox 

1.5 H2O 



20 



30 



40 



[ 0 0 9 3 1 
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Ex 


Syn 




Dat 


Sal 


2 


2 


4-OMe-Ph 


NMRi: 7.84 (IH, t, J=7.8 Hz), 3.96 
(3H. s), 3.78 (2H, s); MP: 169" 172 




3 


3 




NMR2: 3.85(3H,s), 3.82(3H, s), 
3.13-3.16(4H,m), 2.79(6H,8); 
Mr- lob 1 J / 


2 Ox 


20 


20 




NMR2: 8.32(1H. s), 7.90(lH. s), 3.88 
(3H. s), 3.83 (3H, s); MP: 160- 161 




21 


21 


4-NH2-Ph 


NMR2: 8.28-8.30 (2H, m). 3.87 (3H, 
s), 3.83 (3H, s); F: 421 


1.5 H2O 


11 


11 


4-AC-r n 


NMR2: 4.62 (2H, br s). 3.85 (3H, s), 
2.98-3.03 (4H. m): MP: 164-165 




32 


32 




NMRI: 8.10 (IH, d, J=6.3 Hz), 6.98 
(IH, d, J=8.7 Hz), 6.43 (IH, d, J=6.3 
Hz); MP: 98-100 


H2O 


33 


33 


4-CONH2-Ph 


NMR2: 3.85 (3H, s), 7.03 (IH, br s), 
7.68-7.79 (5H, m); MP: 237-240 




34 


34 


XX A- 

^^NHCO-<^NH 


NMR2: 1.44-1.54 (2H, m), 3.85 (3H, 
s), 9.59 (lH,s);MP: 217-219 




35 


35 




NMRi: 6.97 (lH,d.J=8.3Hz), 
6.69-6.71 (lH,m), 3.20-3.30 (4H,m); 
MP: 176-178 




36 


36 


x>.^ 


NMR2: 3.69-3.73 (6H. m), 3.85 (3H. 
s). 6.85-6.91 (4H. m); MP: 129- 130 




37 


37 


4-(NHS02Me)-Ph 


NMR2: 2.88 (3H, s), 3.82 (3H, s), 
9.28 (IH, s); MP: 168-170 




38 


38 


^^(XMHCHjCOjH 


NMR2: 3.82 (3H, s), 8.55 (IH, t, 
J=5.8 Hz), 12.50 (IH, br s); MP: 
114-117 


H2O 


39 


39 


x\ 

N CI 


NMRi: 8.11 (lH.d,J=1.5Hz), 6.98 
(lH,d,J=8.3Hz), 3.69-3.80 (4H,in); 
MP: 160-162 




40 


40 




NMRi: 8.63 (IH, s), 8.26 (IH, d, 
J=6.3 Hz), 6.98 (IH, d, J=8.3 Hz); 
MP: 138-139 





10 



20 



30 



40 



C 0 0 9 4 ] 
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41 


41 


Yl 
^***^0(CH2)20H 


NMR2: 3.65-3.72 (4H, m), 3.82 (3H, 
S), 4.oU \ltl, t, J— D.4 tlZfi IVlr- 
111113 




42 


42 


\X 
^^0(CH2)2NMe2 


NMRi: 6.66 (IH. d, J=8.8 Hz), 3.97 
(3H, s), 3.95 (3H. s). 2.91 (6H. s); 
MP: 144-147 


2 Ox 


43 


43 




NMR2: 3.82 (3H, s), 3.84 (3H, s), 
7.68-7.72 (2H, m); MP: 155-158 


4HC1 
3H2O 


85 


2 


4-NMe2-Ph 


NMRi: 7.78(1H, dd, J= 8.3, 1.0 Hz), 
3.96(3H. s). 2.53(3H,s); MP: 161- 163 




86 


5 




NMR2: 3.85(3H,s). 3.82(3H,s), 
3.05-3.08(4H,m), 2.79(6H,s); MP: 
159-161 




87 


5 




NMR2: 8.36 (IH, d, J=0.9 Hz), 7.09 
(IH, d, J= 8.0 Hz), 3.86 (3H. s). 3.82 
(3H, s);MP: 122-124 




oo 






NMR2: 8.19 (2H, d. J= 5.9 Hz). 3.86 
(3H s) 3 82(3H s) 3.45-3.52 (4H, 
m); MP: 155-156 




fiO 


< 




NMR2: 7.15 (IH, d, J = 9.0 Hz), 7.05 
(1H H J =.S 0 H7) 6 9l(lH dd J = 
9.0. 3.0Hz);MP: 155-156 




90 


5 


4-CN-Ph 


NMR2: 8.06(lH.d,J=7.8Hz), 3.85 

«) ^ 47-^ '^4(4H m): MP: 146-148 




91 


5 


4-C02Et-Ph 


NMR2: 3.86(3H, s), 3.45-3.5 l(4H, m), 
1.29(3H. t,J=7.3Hz); MP: 112-114 




92 


1 A 
lU 




NMRi: 7.54 (lH.dd. J=8.3, 2.0 Hz), 
155-158 




93 


10 




NMRi: 6.97 (lH,d,J=8.3Hz), 3.98 
(3H, s). 2.09 (3H, s); MP: 120-122 




94 


5& 
20 


if 

o 


NMR2: 3.86 (3H. s), 3.83 (3H, s), 
^. /O Vorl., Q, «i— iTZ/> r • oov 


2HC1 


95 


20 


Tl 

^^CONI-KCH2)2NMe 


NMR2: 8.67 (IH, t, d= 5.4 Hz). 3.86 
(3H, s), 3.83 (3H, s), 2.82 (3H, s), 
2.80 (3H, s); F: 518 


2 HCl 
2H2O 


96 




4-NHAc-Ph 


NMR2: 1.99 (3H. s), 3.85 (3H, s), 
9.71 (IH. s); MP: 201-203 




97 


3 


4-(NHC0-Ph)-Ph 


NMR2: 3.82 (3H, s), 6.98 (2H, d, 
J=9.3 Hz). 10.07 (IH, s); MP: 
169-171 




98 


37 


4-(NHS02-Ph)-Ph 


NMR2: 3.82 (6H. s), 6.80-6.85 (2H, 
m). 9.85 (IH, s); MP: 187-189 
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99 


5 


x> • 

^^NHCO-(CH2)2NEt2 


hJMT?2: 1 19 (6H t J=7 4 Hz) 
2.72-2.75 (2H, m). 10.02 (IH, s); MP: < 
131-134 


Ox 


100 


18 


4-C02H-Ph 


nJVIKZ' o.oo VorL, s), o.yy Viiri, ci, 
J=9.3 Hz), 12.32 (IH, br s); MP: 
209-211 




101 


5 


4-OH-Ph 


nMK2- o.o4 vori, s;, b.oz IZtl, a, 
J=8.8 Hz), 8.88 (IH, s); MP: 177- 179 




102 


5 


4-N02-Ph 


NMR2: 3.86 (3H, s), 7.04 (2H, d, 
J=9.2 Hz), 8.06 8.10 \ori, m)y Mr- 
142-144 




103 


5 




NMRi: 7.05 (IH, d, J=9.8 Hz), 6.98 
(IH, d, J=8.o Hzj, b.oy Url, d, J-y.o 
Hz). 4.04 (3H, s); MP: 171-172 




104 


5 


V 


NMRi: 7.58 (IH, dd, J=8.3, 2.0 Hz), 
6.98 (IH, d, d=8.3 Hz;, 0.00 Koti, s), 
3.40-3.28 (4H, m); MP- 158-159 




105 


5 




NMRi: 7.01 (lH,m), 6.98 (lH,d, 
J=8,31iz^ o.OD d.bl v4rl,m;» IVlr- 
141-143 




106 


5 


3-CI-4-OMe-Ph 


NMRI - 6.98 UH,a,d-o.oJlz;, d.oo 
(3H,s), 3.13-3.24 (4H,m); MP: 
158-159 




107 


5 




NMRI- 7.57 Klrl, ad, d-o.cJ, ii.4 tiz;, 
6.94 (IH, d, J=9.7 Hz), 3.86-3.74 
(4H, m); MP: 161 




108 


5 


4-Ac-3-CF3-Ph 


NMK2- 2.52 \oti, s), 6.0Z VoU. s;, 
7.83 (IH, d, J=8.7 Hz); MP: 142-143 




109 


5 


3-F-4-OMe-Pn 


NMRi: 6.97 (lH.d,J=8.3Hz), 3.85 

/oTT ^ 0100 OA f ATT «vtV AyfP* 
(3H,s), 3.13"3.24 v4rl,m;i Mr* 

155-156 




110 


5 




NMRi: 6.97 (IH, d, J=8.7 Hz), 6.71 
(IH, d, J=8.8Hz), 3.90 v3H, sj, 
3.24-3,11 (4H, m); MP: 179-181 




111 


5 




NMRi: 8.74 (IH, dd, J=4.4, 1.5 Hz), 
3.97 (3H, s), 3.95 (3H, s), 3.50-3.d» 
(4H, m); MP: 144-145 




112 


5 




NMR2: 3.85 (3H, s), 4.03-4.21 (4H, 
m), 6.46-6.49 (2H, m); MP: 187-188 




113 


5 


4-S02NH2-Ph 


NMR2: 3.85 (3H, s), 7.05-7.10 (5H, 
m), 7.65 (2H, d, J=9.3 Hz): MP: 

213-214 




114 


3 


4-Ac-3-OH-Ph 


NMR2: 2.49 (3H, s), 3.86 (3H, s), 
12.76 (lH,s);MP: 135-137 





20 



30 
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115 


5 




NMRl: 8.43 (iH. d, J=1.9 Hz), 3.90 
(3H, s), 3.87-3.82 (4H, m); MP: 
162-163 




116 


18 




NMR2: 3.84 (3H, s), 4.58 (2H, s), 
12.90 (IH, br s), MP- 143- 145 


H2O 


1 17 


< 




NMRi: 9,04 (IH, d. J=2.9 Hz), 6.98 
(IH d J=8 3 Hz) 6 61 (IH d J=9.2 
Hz); MP: 183-184 




1 lo 


•1 


^^NHCO{CH2)2C02Me 


NMR2: 2.56-2.59 (4H, m). 3.59 (3H, 
s), 9.78 (IH, s); MP: 140- 142 




119 


5 




NMRI- 6.52 (IH, d, J=8.3 Hz), 3.99 
(3H, s), 3.95 (3H, s), 3.75-3.68 (4H, 
m); MP: 107-109 




120 


5 




NMRi: 8.15 (lH,d,J=2.4Hz), 6.97 
(lH.d,J=8.3Hz), 3.55-3.64 (4H,m); 
MP: 140-142 




191 


•J 




NMRi: 7.09-7.13 (lH,m), 6.98 (iH.d, 
J=8.3Hz), 3.79-3.83 (4H,m); MP: 
172-173 




122 


27 




NMR2: 1.71-1.76 (4H, m). 3.82 (3H, 
s), 4.26 (2H. t, J=4.9 Hz); MP: 
161-165 


1.5 Ox 


123 


35 


a-CM-Ac-Ph 


NMRi: 7.04 (lH,d,J=8.3Hz), 6.97 
(lH,d,J=8.3Hz), 2.56 (3H,s); MP: 
164-165 




124 


18 


^^^(CH2)2C02H 


NMR2: 12.06 (iH.s), 7.53 (lH,d, 
J=7.4Hz), 2.73 (2H,t,J=7.6Hz); MP: 
169-171 




125 


18 


^..„ 


NMR2: 12.56 (iH, br), 8.65 (iH, d, 
J=2.0 Hz), 7.09 (IH, d, J=8.3 Hz); 
MP: 220-222 




126 


5 




NMRi: 8.81 (IH, d, J=2.5 Hz), 3.98 
(3H, s), 3.95 (3H. s), 3.88 (3H. s); 
MP: 157-159 




127 


5 




NMR2: 1.20 (3H, t, J=6.9 Hz), 3.82 
(3H s) 8 63-8 66 (IH m); MP: 83-85 




128 


18 




NMR2: 1.59-1.73 (4H, m), 3.85 (3H, 
s), 12.02 (IH, s); MP: 79-81 


H2O 


129 


18 


^o<c„,co. 


NMR2: 2.32-2.39 (2H, m), 3.85 (3H, 
s), 12.11 (IH, br s); MP: 123-125 
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130 


35 




NMRi: 7.98 (lH,s), 6.98 (iH.d, 
J=8.3Hz), 3.28-3.41 (4H,m); MP: 
151- 153 




131 


-» 




NMR2: 7.78 (IH. br), 7.16 (IH, br), 
6.88 (IH, d, J=8.8 Hz), 3.87 (3H, s); 
MP: 243-244 




132 


18 


^^0(CH2)5C02H 


NMR2: 1.36-1.44 (2H, m), 3.85 (3H, 
s), 11.98 (iH.s); MP: 91-93 


H2O 


133 




4-CH20H-Ph 


NMR2: 3.82 (3H, s), 4.39 (2H. d, 
J=5.9 Hz), 4.96 (IH, t, J=5.9 Hz); 
MP: 150-152 




134 


5 


^ ^ CI 

riT 


NMRi: 8.41 (IH, s), 6.98 (IH, d, 
J=8.3 Hz), 3.98 (3H, s); MP: 119-120 




lie 


27 


4 -AC-o-U ivie- r n 


NMR2: 2.44 (3Hi s), 3.88 (3H. s), 
6.53 (IH. s);MP: 117-118 


U.J tV]\J 


136 


5 


H H 


NMR2: 4.09 (2H. S), 10.23 (IH, s). 

lfi99flW hrV MP: 917-91Q 


0.5 H2O 


137 


5 




NMRi: 6.55 (IH, d, J=8.3 Hz), 4.00 
(3H, s), 3.95 (3H, s), 3.75-3.66 (4H, 
ra); MP: 144-145 




138 


5 


H 


NMRi: 7.32 (IH, d, J=8.8 Hz), 3.96 
(3H, s), 3.94 (3H, s), 3.31-3.18 (4H, 
in);MP: 193-194 




139 


5 




NMRi: 8.21 (IH, d, J=2.4 Hz), 3.98 
(3H, s), 3.95 (3H, s), 3.70-3.64 (4H, 
m); MP: 127-128 




1 T W 


18 


^^NHCO(CH2)2C02H 


NMR2: 3.85 (3H, s), 9.75 (IH, s), 
12.09 (IH, br): MP: 167-170 




141 


18 


^0(CH3)3C03H 


NMR2: 1.28-1.43 (4H. m), 3.85 (3H, 
s), 11.97 (IH, br s); MP: 102-109 


H2O 


142 


5 




NMR2: 4.53 (IH, t, J=4.9 Hz), 3.88 
(3H, s), 3.83 (3H, s), 3.31-3.18 (4H, 
m), 2.81 (6H,s); MP: 180-181 


1.5 Ox 


143 


5 


2-OMe-Ph 


NMR2: 3.79 (3H, s), 3.85 (3H, s), 
6.87-7.02 (4H, m); MP: 162-163 




144 


5 


3-OMe-Ph 


NMR2: 3.72 (3H, s), 3.85 (3H, s), 
6.48-6.50 (IH, m); MP: 180-181 




145 


18 


v,^0(CH,)3C02H 


NMR2: 1.91 (2H. quintet, J=6.8Hz), 
3.85 (3H, s), 12.12 (IH, br s); MP: 
109-112 
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BNSOOCIO: <JP__a004203871A_l_> 



(48) JP 2004 203871 A 2004.7.22 



[« 1 1 ] 



146 


18 


^ C)(CM \ CO H 


NMR2: 1.60- 1.75 (4H, m), 3.85 (3H, 
s), 12.03 (IH. br); MP: 119-120 


H2O 


147 


18 


-^^0(CH,)5C02H 

u 


NMR2: 1.37-1.45 (2H, m), 3.85 (3H, 
s), 11.98 (IH, s); MP: 97-99 




146 




^^(CH2),C02H 


NMR2: 11.97 (lH,s), 7.52 (lH,d, 

T— 7 AWv'i 9 99 r9W f T— QH'/V MP* 

159-161 






1 Q 

lo 


^'^^(CH2)3C02H 


NMR2: 6.13 (IH, d, J=7.3 Hz), 3.87 

vori, o.oo vuri, s/, z.zi vin, i, 
J=7.6 Hz); MP: 182-185 




150 


1 o 


^0(CH,)3CO^ 


NMRi: 7.93 (IH, d, J=2.9 Hz), 3.97 
(,ori, S;>, o.y4 vdxi, z.o/ vm, t, 
J=7.lHz); MP: 122-124 




151 


27 


^^0(CH2)2NEt2 


NMR2: 1.22 (6H, t. J=7.3 Hz), 
3.45-3.48 (2H. m), 3.82 (3H, s); MP: 

97-99 


Ox 


152 


18 




NMRi: 6.97 (lH,d,J=8.8Hz), 6.63 
(lH,d,J=8.8Hz), 2.61 (2H,t,J=7.3Hz); 
MP: 190-191 




153 


18 


0(CH2)3C02H 

u 


NMR2: 1.97 (2H, quintet, J=6.8 Hz), 
3.82 (3H, s), 12.11 (IH, s); MP: 




154 


18 


0(CH2),C02H 


NMR2: 1.66-1.80 (4H, m), 3.82 (3H, 
«^ 19 ni (IH <*): MP: 176-178 




t <^ 
1 jj 


1 o 


0(CH2)5C02H 

u 


NMR2: 1.42-1.50 (2H, m), 3.82 (3H, 
s), 12.11 (IH, br); MP: 129-130 




156 


18 




NMRi: 6.96 (lH,d,J=8.3Hz), 6.62 
(IH,d,J=8.8Hz), 2.36 (2H,t,d-6.onz/> 
MP: 158-160 




157 


33 


4-(C0NHMe)-Ph 


NMR2: 2.75 (3H, d, J=3.5 Hz), 3.85 
(3H, s), 8.13-8.18 (IH, m); MP: 
140-141 




158 


18 


^^0(CH2)3C02H 


NMRi: 7.14 (IH, d, J=8.8 Hz), 4.00 
(3H, s), 3.95 (3H, s), 2.65 (IH, t, 
J=7.1 Hz); MP: 189-191 




159 


36 




NMR2: 1.45-1.52 (2H, m), 3.85 (3H. 
s). 6.83-6.88 (4H, m); MP: 135-137 


0.5 H2O 



30 



[ 0 0 9 9 1 
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160 


5 


4-NEt2-Ph 


NMR2- 1 30 (6H, t, J=7.0 Hz), 3.23 
(4H, q, J=7.0 Hz). 3.82 (3H, s); MP: 
84-87 




161 


33 


4-(CONMe2)-Ph 


NMK2- 2.95 vbtl, o.oZ voxl, s/, 
7.32 (2H, d. J=8.3 Hz); MP: 81-83 


H2O 


162 


27 


^^0{CH2)3NMe2 


NMR2: 2.80 (6H, br s), 3.85 (3H, s), 
6.85-6.95 {4H, m); F: 505 


Ox 
H2O 


163 


27 




NMR2: 2.71 (3H, s), 3.82 (3H, s), 
4.04 (2H, t, J=5.3 Hz); MP: 183 (dec) 


Ox 
H2O 




97 




NMR2: 1.33-1.42 (2H. m), 3.82 (3H, 
s), 4.52 (IH, d, J=3.9 Hz); MP: 
143-144 




165 


5 


XX 


NMR2: 6.80 (IH. d. J=8.8 Hz), 3.85 
(3H, s), 3.82 (3H, s), 2.78 (6H, s); 
MP: 114-115 


Ox 

T T 

H2O 


166 


42 


^^0(CH2)2NEt2 


NMRi: 3.97 (3H, s), 3.95 (3H, s), 
3.59-3.54 (4H, m), 1.07 (6H, t, J=7.2 
Hz); F: 520 


HCl 
1 n2U 


167 


42 


^~^=^^^0{CH2)2NMe2 


NMR2: 7.28 (IH, d, J=1.9 Hz), 3.87 
(3H, s), 3.82 (3H, s), 2.80 (6H, s); 
MP: 195-198 


Ox 

O.J rl2L> 




49 


XXI 


NMR2: 6.97 (IH, d, J=8.6 Hz), 4.71 
(2H, s), 1.31 (3H, t. J=7.3 Hz); MP: 
140-142 






1 $ 
1 o 


YYl 

^^^^^OCH2C02H 


NMR2: 4.74 (2H, s), 3.86 (3H, s). 
^ 82 (aH s) 3 35-3 25 (4H m); MP: 
198-200 




170 


18 




NMRi: 6.97 (IH, d, J=8.3 Hz), 3.96 
(3H, s), 3.94 (3H, s), 2.63 (2H, t, 
J=7.4 Hz); MP: 153-154 




171 


42 




NMR2: 7.35 (IH, dd, J=9.0, 3.4 Hz), 
4.19 (2H, t, J=5.4 Hz), 2.78-2.76 (4H, 
m); MP: 163-165 


Ox 

0.5 H2O 


172 


27 


N 


NMR2: 3.82 (3H, s), 5.09 (2H. s), 
6.94 (4H, s); MP: 137139 




173 


27 


OH 


NMR2: 1.12-1.23 (2H, m). 3.82 (3H, 
s), 6.90-6.97 (4H, m); MP: 202-205 


Ox 

0.5 H2O 
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174 


27 




NMR2- 2.15 (IH, br), 3.82 (3H, s), 
4.23 (2H, t, J=5.3 Hz), ; F: 533 


2 Ox 


175 


27 




NMR2: 3.30 (3H, s), 3.82 (3H, s), 
4.00-4.02 (2H, m), ; MP: 104- 108 




176 


27 


XI 

° Xi 


NMR2: 3.82 (3H, s), 5.12 (2H, s). 
6.93 (4H, s); MP: 140-142 




177 


42 




NMR2: 7.37 (IH, dd, J=8.8, 2.4 Hz). 
4.28 (2H. t. J=5.4 Hz), 3.85 (3H, s), 
3.82 (3H, s); MP: 167- 173 


Ox 

0.5 H2O 


178 


18 




NMR2: 8.76 (iH, d, J=8.8 Hz), 3.86 
(3H. s), 3.83 (3H, s), 2.91 (3H, s); 
MP: 135-140 


2HC1 
2H2O 


179 


27 




NMR2: 5.06 (2H, s), 6.94 (4H, s), 
8.28 (IH, brs);MP: 147-148 




180 


27 


XX 


NMR2: 3.82 (3H, s), 5.05 (2H. s), 
8.19-8.23 (2H, m); MP: 182-183 




ISl 


27 




NMR2: 3.82 (3H, s), 4.13-4.16 (2H, 
m;, 0.08 6.95 v4rl, m^i Mr- 1U9 111 


1.5 Ox 




z / 


Tl 

^ 0 ^ N ^ 


NMR2: 2.15-2.23 (2H, m), 3.82 (3H, 
s), 6.96-7.02 (2H, m); MP: 213-217 


2HC1 
1.5 H2O 


183 


27 




NMR2: 3.28 (6H, s), 3.82 (3H, s), 
4.16 (2H, t. J=5.4 Hz): F: 579 


2 Ox 


184 


27 




NMR2: 3.82 (3H, s), 4.00-4.05 (2H, 
m), 6.86 (2H, d, J=8.8 Hz); MP: 
106-109 


2 Ox 
2H2O 


185 


18 




NMR2: 1.93 (2H, t, J=6.9 Hz), 3.85 
(3H, s), 5.51 (IH, br); MP: 165170 


3 HQ 


186 


18 




NMR2: 2.79 (3H, br s), 3.85 (3H, s), 
12.06 (IH, s); MP: 138-139 


H2O 
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MeO 



MeO 




Ex ; 




nr^r" 


Dat 


Sal 


1 


1 


— N NH 1 


SIMR2: 7.63-7.73 (2H, m), 4.52 (IH, 
m), 2.77-3.33 (4H, m); MP: 180-181 


1.5 Fum 


44 


44 


Me 

/=\ 

Me 


ISIMR2: 8.09-7.93 (2H, m), 7.76-7.64 
(2H, m), 1.02 (3H, d, J=6.3 Hz); 
VTP: 205-210 


2HC1 
2H2O 


187 


5 


-N^N-^^_^OMe 


NMR2: 7.08 (IH. dd. J = 8.3, 3.0 
Hz), 6.98-6.94 (2H, m), 4.08-4.01 
(lH,m); MP: 147-148 




188 


1 




NMR2: 7.93 (IH, t, J=7.8 Hz), 3.86 
(3H, s), 2.09 (IH, m) 
MP: 173-176 (dec.) 




189 


3 


Me 

-N^N-^^COMe 
Me 


NMR2: 1.10-1.13 (3H, m), 1.31- 1.37 
(3H. m), 2.44 (3H, s); MP: 134-135 




190 


18 


Me 

Me 


NMR2: 0.96-0.99 (3H, m), 3.82-3.84 
(6H, m), 7.05-7.11 (2H, m); MP: 
160-162 




191 


18 


Me 

Me 


NMR2: 0.95-0.98 (3H, m), 1.93- 1.96 
(2H, m), 3.81-3.84 (6H, m); MP: 
124-127 


3H2O 


192 


5 


Me 

Me 


NMR2: 8.50 (IH, d, J=2.0 Hz), 3.83 
(3H, s), 3.82 (3H, s). 1.33-1.14 (6H, 
m); MP: 93-99 




193 


36 


Me 

Me 


NMRi: 7.87-7.66 (3H. m), 3.06-3.03 
(4H, m), 1.12-1.04 (3H, m); MP: 
167-172 




194 


21 




NMR2: 3.81 (3H, s), 5.24 (2H, s), 
8.58-8.60 (2H. m);MP: 171174 





[01021 
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[$15] 



195 


2 


li i 


NMRi: 7.86 (IH, t, J=7.8 Hz), 
4.71-4.65 (lH,m), 3.9l(3H,s); 

VLr- ZZU ZZo 






Z 


Ph 


NMRi: 6.89 (IH, d. J=8.4Hz), 3.96 
(3H, s), 3.63(lH,s); MP: 162-164 




197 


2 




NMRi: 7.73 (IH. m), 3.92 (3H, s), 
3.29 (2H, m), F: 432 






C 

J 


-N~)-N-0 

— ' H ^ — ^ 

" CI 


NMRi: 7.74 (IH, dd, J=8.3. 1.0 Hz), 
4 68 (IH m) 3 94 (3H,s); 
MP: 144-146 








N CO-NEt, 


NMRi: 7.78(1H, dd, J= 7.8, 0.9 Hz). 
3.95 (3H, s), 1.16 (3H, t, J=6.8Hz); 
F:480 




200 


5 


-N,^ N-Bn 


NMRi: 7.71 (IH, m), 3.94 (3H, s), 
2.86 (IH, m); P: 432 




201 


5 




NMR2: 3.01-3.12 (2H, m), 4.85-4.89 
(2H, m), 8.39-8.42 (IH, m); MP: 
77-79 





20 
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"^^Y^ O 



Ex i 


iyn 




NR^R' 


Dat 


Sal 


23 


23 


O 


H ^ 


srMRl:7.77(lH,dd, J=7.8, 
1.0 Hz),5.76(lH,q,J=8.3 
Hz), 4.29(4H, s); MP: 11 5- 11 7 




24 


24 




H ^ 


NMR2: 8.00(lH,dd, J= 7.8, 
l.OHz), 5.59(lH,q,J=8.3Hz), 
2.42 (6H,s); MP: 155-157 


Fum 


25 


25 


MeO^ 




NMR1:7.80(1H, dd, J=7.8, 
l.OHz), 5.71(1H, q, J=7.8Hz), 
5.20(2H,s);MP: 129-131 




26 


26 






MMR9- 17 fO 4H brs) 
5.60 (IH, q, J=8.5 Hz), 3.83 
(3H,s);MP: 184-185 




27 


27 






NMR2- 5 59 f IH a J= 8.3 
Hz), 3.81 (3H,s), 2.20 (6H, 
s);MP: 121-122 




28 


28 


Ac-NH'^ 




NMR2: 7.13 (IH, d, J= 8.8 
Hz), 5.60 (IH, q,J=8.3 Hz), 
3.88 (3H,s), 2.11 (3H,s); 
MP: 175-176 




29 


29 






NMRl: 7.91 (IH, t, J=7.8 
Hz), 5.73 (IH, q, J=8.3 Hz), 
2.01(2H,q,J=8.3Hz); F: 371 




30 


30 






NMR2- 5 56 (IH, q, J= 8.0 
Hz), 3.82 (3H,s), 2.76 (3H, 
s);F: 374 


Ux 
H2O 


31 


31 


MeO^ 




NMR2: 5.61 (IH, q, J= 8.3 
Hz), 4.01 (3H,s), 3.33 (6H, 
s); F: 388 


HCl 
2H2O 


202 


23 






NMR2: 9.02 (IH, d, J= 8.8 
Hz), 5.64 (lH,q,J= 8.8 Hz), 
3.81 (3H,s); F: 345 


HCl 


203 


23 






NMR2: 9.05 (IH, d, J= 8.8 
Hz), 5.63 (IH, dt,J=8.3,8.8 
Hz),3.83(3H,s); F: 345 
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204 


23 




H ^ 


NMR2: 9.11(lH,d, J=9.2Hz), 
6.08 (2H. s).5.65(lH,dt, 
J=8.8, 9.2Hz); MP: 145-148 




205 


5 


MeO 


H ^ 


F: 451 




206 


5 


MeO.^ 


H ^ 


F: 451 




207 


5 






NMRl: 7.91 (IH, t, J=7.8 
Hz), 5.76(lH,q,J=8.3Hz), 
2.32 (3H, s); F: 343 




208 


5 






FN: 388 




209 


5 






F: 500 

MP: 154-157 


Ox 
H2O 


210 


5 






NMRi: 7.76 (IH, dd, J= 8.3, 
l.OHz), 2.53 (3H, s), 
0.32 0.38 (2H, m); MP: 
142-144 




21 1 


5 


aXX 




NMRi: 8.08 (IH, d, J= 2.5 
Hz), 7.03 (IH, d, J=8.8Hz), 
2.53 (3H, s); MP: 168-170 




71'' 




MeO^ 




NMRi: 7.07 (IH. d, J= 8.8 
FT?) fi fi2 f 1 TT t J=74 RH7) 

2.54 (3H, s); MP: 160-162 




213 


5 




-N^N^^Ac 


F: 529 

MP- 168-170 




214 


29 


MeO 


H ^ 


F: 361 




215 


29 






NMRi: 6.91 (IH. d, J= 8.2 
Hz), 5.7l(lH,s), 3.93 (3H, s) 




216 


29 


MeO^ 




F: 360 




217 


25 






NMR2: 8.64(1H, d. J=1.5Hz), 
3.93 (3H, s), 2.04-1.94(1 H,in) 
MP: 137-138 





[ il ffi (9 % $ ^ aii W ] 
[01 05] 

[ il 1 ] 4 (4 {4 [6 (3. 4 =/ .X h =4= i/ 7 X Z )C y > Z 10 )l Tf: z )l 'iC 'K y V > 1 ^ 

[ la 2 ] 4 (4 {4 [6 (8. 4 .X h V 7 I Z ;U )f y V > 2 t) li Z n It \ y y y 1 >f 50 
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A')7zZ-/U)f^^'.^><?>aSlSaSi<?)^**'ril. 

[ 0 3 ] 4 (4 {4 [6 (3. 4- =r I- V 7 X z ;b ) c y =y > z H} iiTRz n^l^ "xyyy i ^ 
)i)7 I ziDi ii^-'J y G) B mi&^Qn^m^mm. 

[ 1 4 ] 4 (4 (4 [6 (8. 4 y ^ h ^ V 7 l Z y Z t )i Z >i It' \ 7 ^ > 1 >f 

ii)7 z z )[')Hi'7s<*j y (0 B s 18 a © ffl «• 0 . 
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(^) 



m m (^) 



CM «- 
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70> h'^-V<<)^?= 

(SDInt.CI.'' 

A6 1K 31/4523 

A6 1K 31/4545 

A6 1K 31/4725 

A6 1K 31/496 

A6 1K 31/497 

A6 1 K 31/501 

A6 1 K 31/5377 

A6 1K 31/55 

A6 1P 11/00 

A6 1P 11/06 

A6 1 P 43/00 

// CO 7D 213/89 

C0 7D 401/12 

CO 7D 401/14 

C0 7D 405/04 

C0 7D 405/12 

C0 7D 409/12 

CO 7 D 413/12 

CO 7 D 417/12 

C 0 7 D 471/04 

C0 7M 7:00 



AS 1 K 31/4523 

A6 1K 31/4545 

A6 1K 31/4725 

A6 1 K 31/496 

AS IK 31/497 

A6 1 K 31/501 

A6 1K 31/5377 

A6 1 K 31/55 

A6 1P 11/00 

A6 1 P 11/06 

A6 1 P 48/00 1 1 1 

C0 7D 213/89 

C0 7D 401/12 

C0 7D 401/14 

C 0 7 D 405/04 

C0 7D 405/12 

CO 7D 409/12 

CO 7D 418/12 

CO 7D 417/12 

C0 7D 471/04 1 1 ZZ 

C0 7M 7:00 



(72)5gW* €ft 

in)%^M mm 

3c«£!io<i3:fiiap^flffi 2 1 lL;^P3Si^*^^^±w 

(72)f!W^ /V# )i 

(72)f!ifl^ m 

mm^Kmx^m^mx^^ 160-2 iij;^nsii*^^ttrt 

mMm^iti^^m^tfh 2 1 \h^Pimm^±^in 

F ^' -/*(#*) 4C055 AAOI AA17 BA01 BA03 BA16 BA58 BB08 BB10 QOI DA01 

DA28 DB08 

40063 AAOl BBOl BB09 CC12 CC14 CC29 CC34 CC41 CC62 0076 

CC82 CC92 DDIO DDI 2 EE01 

4C065 AA05 BB09 CCOl DD02 E02 HH01 JJOl KK01 LLOl PP12 

4C086 AA01 AA02 AA03 BC21 BC28 BC31 BC37 BC42 BC48 BC50 

BCeO BC84 GA02 GA07 GA08 GA10 GA15 GAie MA01 MA04 
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